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CAPLUS COPYRIGHT 2007 ACS on STN 
2007:483205 CAPLUS 
147:95623 

Synthesis and evaluation of adenosine antagonist 
activity of a series of II, 2, 4] triazolo [l. 5- 
clquinazolincs 

Balo, Carmen/ Lopez, Carmen,- Bres, Jose Manuel; 

Fernandez, Franco; Caamano, Olga 

Departamento de Ouimica Organica, Facultade de 

Farmacia, Universidade de Santiago de Compostela, 

Santiago de Compostela, E- 15782, Spain 

Chemical t Pharmaceutical Bulletin (2007), S5(3), 

372-375 

CODEN: CPBTAL, ISSN: 0009-23 63 
Pharmaceutical Society of Japan 
Journal 
English 




A series of U , 2 , 4) triazolo (l , 5-c] quinazolines , e.g.. I, were prepared in 
satisfactory yields by reaction of 2-aminobenzohydrazides with- aromatic 
amidine hydrochlorides, and their binding affinities for the recombinant 
human adenosine A2A and A2B receptors were determined None of the new cornpds. 
showed noteworthy affinity for these receptors, though a very high 
affinity for the A2A receptor and, consequently, a high level of A2A/A2B 
selectivity was revealed for one of the synthesized cornpds. 

942265-24-9P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); BIOL 
(Biological- study) t PREP (Preparation) 

(preparation, adenosine A2A/A2B receptors binding affinity, and SAR of 

triazoloquinazolinea) 
942265-24-9 CAPLUS 

Acetamide, N- [2- (2-furanyl) (1. 2.4) triazolo (1, 5-cJquinazolin-5-yl) - (CA 
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CAPLUS COPYRIGHT 2007 ACS on STN 
2006:13164 3 5 CAPLUS 
146 : 287639 

Triazoloquinazolines as Human A3 adenosine receptor 
antagonises: a QSAR study 
Kim, Dooil; Hong, Suk-In,- Lee, Dae-sil 
Systems Microbiology Research Center, KRIBB, Daejeon, 
306-806, s. Korea 

International Journal of Molecular Sciences (2006) , 
7(11), 485-496 

CODEN: IJMCFK; ISSN: 1422-0067 

URL: http://www.mdpi . org/i jma/papers/i71104 85 . pdf 
Molecular Diversity Preservation International 
Journal,- (online computer file) 
English 

Multiple linear regression anal, was performed on the quant, 
structure-activity relationships (QSAR) of the trlazoloquinazoline 
adenosine antagonists for human A3 receptors. The data set used for the 
QSAR anal, encompassed the activities of 33 trlazoloquinazoline derivs. 
and 72 physicochem. descriptors. A template mol . was derived using the 
known mol. structure for one of the compds. when bound to the human A2B 
receptor, in which the amide bond was in a cis-conf ormation . All the test 
compds. were aligned to the template mol. In order to identify a 
reasonable QSAR equation to describe the data set, we developed a multiple 
linear regression program that examined every possible combination of 
descriptors. The qsar equation derived from this anal, indicates that the 
spatial and electronic effects is greater than that of hydrophobic effects 
in binding of the antagonists to the human A3 receptor. It also predicts 
that a large sterimol length parameter is advantageous to activity, 
whereas large sterimol width parameters and fractional poa. partial 
surface areas are nonadvatageous . 
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(quant, structure-activity relationship study of binding of 
triazoloquinazoline antagonist to human A3 adenosine receptor) 
183721-11-1 CAPLUS 

Carbamic acid, N- (4- ( (9-chloro-2- (3-furanyl) 11, 2,41 triazololl, 5- 
c]quinazolin-5-yll amino] -4-oxobutyl) l. l-dimethylethyl ester (CA INDEX 
NAME) 
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CN Benzenepropanamide, N- [9-chloro-2- (2-furanyl) [1, 2 , 4 ) tr iazolo (1 , 5- 
c)quinazolin-5-yll - (CA INDEX NAME) 




RN 210991-25-6 CAPLUS 

CN Benzeneacetamide, N- [9-chloro-2- (2-furanyl) ll . 2 , 4] triazolo ll . 5- 
c)quinazolin-5ryl) -4-methoxy- (CA INDEX NAME) 





RN 210991-26-7 CAPLUS 

CN Benzeneacetamide, 4-amino-N- [9-chloro-2- (2-furanyl) U. 2.4 J triazololl, s- 
c]quinazolin-S-yl)-3-iodo- (CA INDEX NAME) 
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RN 210991-25-6 CAPLUS 

cn Benzeneacetamide, N- |9-chloro-2- (2-furanyl) [l , 2 , 4 ) tr iazolo ( l , 5- 

C)quin«ZOlin-S-yl)-4-methoxy- (CA INDEX NAME) 
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CN Benzeneacetamide, 4-amino-N- (9-chloro-2- (2-furanyl) 11, 2.41 triazololl, a- 
c)quinazolin-5-yl] - (CA INDEX NAME) 
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RN 210991-29-0 CAPLUS 

CN Benzeneacetamide, N- (9-chloro-2- (2-furanyl) [l. 2,4]triazolotl.S- 
c)quinazolin-5-yl] -3-iodo- (CA INDEX NAME) 
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RN 210991-30-3 CAPLUS 

CN Benzeneacetamide, N- [9-chloro-2- (2-furahyl) (i.2.4}triazolo[l, S- 
cJquinazolin-5-yl] -4-iodo- (CA INDEX NAME) 
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CN Benzeneacetamide, 3-chloro-N- !9-chloro-2- (2-furanyl) U, 2,4] triazololl, 5- 
C}quinazolin-5-ylJ - (CA INDEX NAME) 
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RN 210991-32-5 CAPLUS 

cn Benzeneacetamide, N- (9-chloro-2- (2-furanyl) ll,2,4]triazolo[l, 5- 
C]quinazolin-5-yl) - u-methyl-, (aR) - (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 210991-33-6 CAPLUS 

CN Benzeneacetamide, N- l9-chloro-2- (2-furanyl) (1. 2, 4] triazolo [1, 5- 
c]quinazolin-5-yl] - u-methyl-, (uS) - (CA INDEX NAME) 

Absolute stereochemistry. 



CI 
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RN 210991-34-7 CAPLUS 

CN Benzeneacetamide, N- ts-chloro-2- (2-furanyl) [ 1 , 2 , 4) triazolo II , 5- 
clquinazolin-5-yl) - «-phenyl- (CA INDEX NAME) 



CI 




Ph 2 CH-C~NH 



10/S13699 

RN 210991-35-8 CAPLUS 

CN Benzeneacetamide, N- [9-chloro-2- (2-furanyl) [1 , 2 , 4 J triazolo I 1 . 5- 
c]quinazolin-5-yl)- u- methyl -a -phenyl- (CA INDEX NAME) 



CI 




NH-C-C-Me 
II I 
O Ph 

RN 210991-36-9 CAPLUS 

CN 2-Propenamide, N- [9-chloro-2- (2-furanyl) [l , 2 , 4) triazolo ll , 5 -c) quinozol in- 5- 
yl J -3- phenyl-, <2B)- (ca index name) 

Double bond geometry as shown. 




o 



RN 210991-37-0 CAPLUS 

CN Carbamic acid, N- ( (IS) -2- ( [9-chloro-2- (2-furanyl) U. 2 ,4) triazololl. 5- 

c] quinazolin-5-yl}amino) - 1 -methyl -2 -oxoethyl] -, 1, l-dimethylettiyl ester 
(CA INDEX NAME) 

Absolute stereochemistry. 
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RN 210991-3B-1 CAPLUS 

CN Carbamic acid, N- [ (1R) -2- [ [9-chloro-2- (2- furanyl) II, 2, 4] triazololl, 5- 

c) quinazolin-5-yl) amino) - 1-methyl -2-oxoethyl ) - , 1, 1-dimethylethyl ester 
(CA INDEX NAME) 

Absolute stereochemistry. 



ci 




RN 210991-39-2 CAPLUS 

CN Carbamic acid, N- {3- [ {9-chloro-2- (2- furanyl) [1,2 , 4) triazolo [1, 5- 

clquinazol in- 5-yl) amino) - 3 -oxopropyl ) - , 1 , 1 -dimethylethyl ester (CA INDEX 
NAME) 




t - BuO~ C- NH- CH2~ CH2~ C- NH 
O 0 

<12/04/2007> Erich Leese 
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RN 210991-40-5 CAPLUS 

CN Carbamic acid, N- [5 - 1 £9-chloro-2- (2-furanyl) (1,2,4) triazololl , 5- 

c] quinazolin-5-yll amino) -5-oxopentyl] - , 1, 1-dimechylethyl ester (CA INDEX 
NAME) 



CI 




t-BuO-jC-NH- <CH2>4-jj-NH 

o o 



RN 210991-41-6 CAPLUS 

CN Carbamic acid, N- (6- ( [9-chloro-2- (2- furanyl ) (1,2,4) triazolo (1 , 5- 

c]quinazolin-5-yl}amino)-6-oxohexyl]-. 1 , l-dimcthylethyl ester (CA INDEX 
NAME) 



CI 




t-BuO-C— NH— (CH2) 5 - C— NH 
O O 



RN 210991-42-7 CAPLUS 

CN Carbamic acid. N- [7- ( (9-chloro-2- (2-furanyl) (1,2,4) triazolo [1.5- 

cl quinazolin- 5-yl) amino) -7-oxoheptyl) -. 1. 1-dimethylethyl ester (CA INDEX 
NAME) 



CI 




t-BuO-C-NH- (CH2»6 - C— NH 

o o 
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RN 210991-43-8 CAPLUS 

CN Proponamide, 2-amino-N- I9-chloro-2- (2-furanyl) [1,2 , 4) triazolo (1, 5- 
c)quinazolin-5-yl] -. (2S) - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 210991-44-9 CAPLUS 

CN Propanamide, 2-amino-N- (S-chloro-2- (2-furanyl) [1 , 2 , 4) triazolo [1 . 5- 
c)quinazolln-S-yl] -. (2R) - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 210991-45-0 CAPLUS 

CN Propanamide, 3-amino-N- (9-chloro-2- (2-furanyl) U, 2, 4] triazololl, 5- 
c)quinazolin-5-yl) - (CA INDEX name) 
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H2N— CH2 - CH2 C— NH 
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CN Pentanatnide, 5-amino-N- [9-chloro-2- (2-furanyl) [1,2,4] triazololl, 5- 
c)quinazolin-5-yl) - (CA INDEX NAME) 




RN 210991-47-2 CAPLUS 

CN . Hexanamide. «-amino-N- (9-chloro-2- (2 - furanyl > [1 , 3 , 4 ) triazolo [1 . 5- 
c)quinazolin-S-yl) - (CA INDEX NAME) 
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CN Heptanamide. 7-amino-N- (9-chloro-2- (2-furanyl) [ 1,2, 4) triazolo (1,5- 
c)quinazolin-5-yl)- (CA INDEX NAME) 
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H2N- {CH 2 ) 6~C-NH 




RN 210991-49-4 CAPLUS 

CN Hexanoic acid. 6- [ [9-chloro-2- (2- furanyl) 11, 2, 4) triazolo [1, 5-c) quinazol ii 
5-yllamino) -6-oxo-. phenylmethyl ester (CA index name) 
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Pentanoic acid. 5- [ O-chloro-2- (2-furanyl) ll . 2 , 4 ] triazolo |1 , 5-c) quinazolin- 
5-yl)amino) -s-oxo-, methyl eater (CA INDEX namb) 



N N^ 

Ph-CH2-0~C- (CH2)4~C-NH 



MeO-C- (CH2)3 




RN 210991-60-7 CAPLUS 

CN Butanoic acid, 4- [ [9-chloro-2- (2-furanyl) [1, 2 , 4) triazoloU, 5-c) quinazolin- 
5-yl) amino) -4-oxo- , methyl ester (CA INDEX NAME) 



REFERENCE COUNT.: 



THERE ARB 24 CITED REFERENCES AVAILABLE FOR THIS 
RECORD. ALL CITATIONS AVAILABLE IN THE RE I 



» 1 fj u 




MeO-C- CH2 - CH2 ~ C~ NH 



210991-S1-B CAPLUS 

Octanoic acid, a- [ (9-chloro-2- (2-furanyl) (1, 2,4) triazolo [l , 5-c} quinazol in- 
5-yl) amino) -8-oxo-, methyl ester (CA INDEX NAME) 
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CAPLUS COPYRIGHT 2 00 7 ACS on STN 
2006:1172157 CAPLUS 
146:93671 

Docking studies of agonists and antagonists suggest an 
activation pathway of the A3 adenosine receptor 
Kim, soo-Kyung; Oao, Zhan-Guo; Jeong, Lak Shin; 
Jacobson, Kenneth A. 

Molecular Recognition Section, Laboratory ot 
Bioorganic Chemistry, National Institute of Diabetes 
and Digestive and Kidney Diseases (NIDDK) . National 
Institutes of Health (nih) , •Bethcsda, MD, 20892, USA 
Journal of Molecular Graphics t Modelling (2006), 
25(4), 562-577 

C0DEN: JMOMPI, ISSN: 1093-3 263 
Elsevier Inc. 
Journal 
English 

Structural determinants of ligand efficacy in the human A3 adenosine 
receptor (AR) were studied using pharmacophore and docking analyses of 
various categories of A3 selective ligands: inverse agonist, neutral 
antagonist (nonnucleoside and nucleoside), and agonist (partial and full). 
The homol . modeling of GPCRs was adapted to provide two templates: the 
rhodopsin- based resting state for antagonist- binding and a putative Meta I 



AUTHOR (S) 



CORPORATE SOURCE : 



PUBLISHER: 
DOCUMENT TYPE 
LANGUAGE : 



state, conformational^ altered at a key residue (W6.48), for agonist 
binding. The preferential binding domains and/or local conformational 
changes associated with docking of three high affinity A3AR ligands were 
compared: inverse agonist PSB-11, neutral antagonist MRB-300BP2Q, and full 
agonist CI-IB-meca to define a distinct recognition mode for each. 
Ribose-containing agonists were more hydrophilic than nonnucleoside 
antagonists, and K-bonding ability at the ribose 3*- and 5< -positions was 
required for agonism. From the receptor perspective, common requirements 
for activation included the destabilization of H-bond networks at W6.4B 
and H7.43, the specific interactions of the ribose moiety in its putative 
hydrophilic pocket at T3.36, S7.42, and H7.43, the stabilization of the 
complex by inward movement of F5.43, and the characteristic rotation of 
W6.48. By analogy, outward rotation of the W6.4B side-chain upon 
activation of an internally-crosslinking mutant M3 muscarinic receptor was 
indicated by constrained mol . dynamics (MD) . The authors' results are 
consistent with an anti -clockwise rotation (from the extracellular view) 
of transmembrane domains 3, 5, 6, and 7, as proposed for other Family A 
GPCRs. Thus, the putative conformational changes associated with A3AR 
activation indicate a shared mechanism of GPCR activation similar to 
rhodopsin . 

183721-15-5, MRS1220 

RL: BSU (Biological study, unclassified); PRP (Properties); BIOL 
(Biological study) 

(combination of docking studies and pharmacophore anal, of mol. 

mechanisms of interaction of agonists and antagonists with human 

adenosine A3 receptors) 
183721-15-5 CAPLUS 

Benzeneacetamide, N- f9-chloro-2- (2-furanyl) tl, 2, 4] triazolo tl, 5- 
clquinazolin-5-yl)- ICA INDEX NAME) 
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cloning and pharmacological characterization of the 
equine adenosine A3 receptor 

Brandon, C. I.; Vandenplas, M . ; Dookwah, H.; Murray, 
T. F. 

Department of Physiology and Pharmacology, College of 
veterinary Medicine, university of Georgia, Athens, 
GA. USA 

Journal of veterinary Pharmacology and Therapeutics 
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(2006). 29(4), 255-263 

COD EN : JVPTD9; ISSN: 0140-7783 
PUBLISHER: Blackwell Publishing Ltd. 

DOCUMENT TYPE : Journal 
LANGUAGE: English 

AB The aim of this study was to establish a heterologous expression system 

for the equine adenosine A3 receptor (eA3-R) in an effort to ascertain its 
Pharmacol, profile. Initially, radioligand binding assays identified 
clones expressing the eA3-R in human embryonic kidney cells (HEK) based on 
the specific binding of (1251) AB-MECA. Subsequently, adenylate cyclase 
assays were utilized to demonstrate functional coupling of the eA3-R to 
the G-protcin/adenylate cyclase system. Equilibrium competition binding assays 
were then performed using selective and non-selective A3 agonists and 
antagonists. Results from these expts. revealed a rank order of agonist 
potency to be IB-meca > neca > CGS21680, and an antagonist potency of 
MRS1220 > ZM24138S>8-p-sulfophenyl theophylline: these rank orders were in 
agreement with that of other mammalian A3-R's. Lastly, nf-kB 

reporter gene assays revealed an IB-MECA concent rat ion -dependent inhibition of 
TNF«-stimulated NP-kb activity. These results indicate that 
the heterologous ly expressed eA3-R is functional, has a Pharmacol, profile ' 
similar to that of other mammalian A3 receptors, and its activation has an 
inhibitory effect on a key regulatory pathway in the inflammatory 
response. Thus, the eA3-R may serve as a Pharmacol, target in the 
treatment of equine inflammatory disease. 
IT 183721-15-5, MRS122D 

RL: BSU (Biological study, unclassified); BIOL (Biological study) 

(equilibrium competition binding assays for adenosine A3 receptor showed 
rank order of antagonist potency to be MRS1220 > ZM24 1385 > 
e-p-sulfophenyltheophylline in human embryonic kidney cello) 
RN 183721-15-5 CAPLUS 

CN Benzeneacetamide, N- [9-chloro-2- (2-furanyl) (l.2.4)triazololl, 5- 
c)quinazolin-5-yl) - (CA INDEX NAME) 




L4 ANSWER 5 OF 35 
ACCESSION 
DOCUMENT 
TITLE : 



CAPLUS COPYRIGHT 2007 ACS on STN 
2006:756B1B CAPLUS 
145:203066 

Functional coupling of the oaolf variant 
XLGaolf with the human adenosine A2A receptor 
Ravyn. Vipa; Bostwick, J. Robert 
Lead Discovery, AstraZeneca Pharmaceuticals, 
Wilmington, DE, USA 



<12/04/2007> 



Erich Leese 



Erich Leese 



10/513699 



10/513699 



SOURCE; Journal of Receptors and signal Transduction (2006) , 

26(4), 241-258 

COO EN : JRSTCT 
PUBLISHER : Taylor fc Francis, Inc. 

DOCUMENT TYPE: Journal 
LANGUAGE : English 

AB A recently identified novel G«olf variant, XLGaolf, is shown 

to functionally couple to the human adenosine A2A receptor (A2AR) . In Sf9 

cells expressing A2AR, Pi, and y2, co-expression of 

XLOuolf increased NECA- induced (35S}GTPyS binding from approx. 

130* to 300* of basal levels. Pharmacol, characteristics of A2AR Uganda 

on these cells were evaluated by using 13H) ZM241385- and 

(35S]GTPyS-binding assays. The rank order of the equilibrium binding 

consts. (Kd or Ki) of adenosine receptor ligands were (3H]ZM241385 

* CGS15943 < MRS1220 < < CV1808 ■ NEC A < CGS216B0 

« adenosine < IBMECA c HEHADO ■ CPA - CCPA. The 

rank order of EC50 values for agonists were cviaoe «. NECA < 

adenosine • CGS26180 < IBMECA < HEMADO - CPA - 

CCPA. This Pharmacol, is consistent with the literature for A2AR and 
suggests that Sf9 cells co-expressing A2AR, pi, y2. and 
XLOuolf could serve as a heterologous expression system for A2AR 
drug screening. 

IT 183721-15-5, MRS1220 
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Dipartimento Farmaco Chiraico Tecnologico, Universita 
degli Studi di Siena. Siena, 53100. Italy 
Journal of Medicinal Chemistry (2006). 49(14). 
4085-4097 

COD EN : JMCMAR) ISSN ; 0022-2623 
American chemical Society 
Journal 
Engl ish 

CASREACT 145:116725 
To design and synthesize new potent and selective antagonists of the human 
A3 adenosine receptor, pharmacophore hypotheses were generated with the 
software Catalyst for a comprehensive set of compds. retrieved from 
previous literature. Three of these pharmacophores were used to drive the 
optimization of a mol . model of the receptor built by homol . modeling. 
The alignment of the ligands proposed by Catalyst was then used to 
manually dock a Bet of known A3 antagonists into the binding site, and as 
a result, the model was able to explain the different binding mode of very 
active compds. with respect to less active ones and to reproduce, with 
good accuracy, free energies of binding. The docking highlighted that the 
nonconserved residue Tyr254 could play an important role for A3 
selectivity, suggesting that a mutagenesis Btudy on this residue could be 
of interest in this respect. The reliability of the whole approach was 
successfully tested by rational design and synthesis of new compds. 
183721-02-0 183721-03-1 183721-13-3 
183721-15-5 

RL; PAC (Pharmacological activity)/ THU (Therapeutic use)/ BIOL 
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(Pharmacophore Based Receptor Modeling: The Case of Adenosine A3 
Receptor Antagonists. An Approach to the optimization of Protein 
Models) 
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role for pllOu in insulin signaling 

Knight, Zachary A./ Gonzalez, Beatris; Feldman, Morri 
B . ; Zunder, Eli R . / Goldenberg, David D. ; Williams, 
Olusegun; Loewith, Robbie; Stokos, David/ Balla. 
Andras; Toth, Balazs; Balla, Tamas; Weiss, William A.; 
Williams, Roger L./ Shokat, Kevan M. 
Department of Cellular and Molecular Pharmacology, 
Howard Hughes Medical Institute. University of 
California, San Francisco, San Francisco, CA, 94143, 
USA 

Cell (Cambridge, ma. United states) (2006) . 125(4), 
733-747 

CODEN: CELLB5; ISSN: 0092-8674 
Cell Press 
Journal 
English 

Phosphoinositide 3 -kinases (Pi 3 -Kb) are an important emerging class of 

drug targets, but the unique roles of PI3-K isoforma remain poorly 

defined, we describe here an approach to Pharmacol, interrogate the PI3-K 

family. A chemical diverse panel of PI3-K inhibitors was synthesized, and 

their target selectivity was biochem. enumerated, revealing cryptic 

homologies across targets and chemotypes. crystal structures of three 

inhibitors bound to pllOy identify a conformationally mobile region 

that is uniquely exploited by selective compds. This chemical array was then 

used to define the PI3-K isoforms required for insulin signaling. We find 

that pllOu is the primary insulin-responsive PI3-K in cultured 

cells, whereas pilop is dispensable but sets a phenotypic threshold 

for pllOu activity. Compds. targeting pllOu block the acute 

effects of insulin treatment in vivo, whereas a pliop inhibitor has 

no effect. These results illustrate systematic target validation using a 

matrix of inhibitors that span a protein family. 
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RL: BSU (Biological study, unclassified)/ PRP (Properties)/ BIOL 
(Biological study) 

(Pharmacol, map of phosphoinositide 3 -kinases family defines role for 
pllOa in insulin signaling) 
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A dual PI3 kinase/mTOR inhibitor reveals emergent 
efficacy in glioma 

Fan, Qi-wen; Knight, zachary A./ Ooldenberg, David D. ; 
Yu, wei; Mostov, Keith e . stokoe. David; Shokat, 
Kevan M. ; Weiss, William A. 

Department of Neurology, University of California, San 
Francisco, San Francisco, CA, 94143, usa 
Cancer Cell (2006), 9(5), 341-349 
CODEN: CCAECI; ISSN: 1535-6108 
Cell Press 
Journal 
English 

The PI3 kinase family of lipid kinases promotes cell growth and survival 
by generating the second messenger phosphatidylinositol-3 , 4, 5- 
trisphosphate . To define targets critical for cancers driven by activation 
of PI3 kinase, we screened a panel of potent and structurally diverse 
drug- like mols. that target this enzyme family. Surprisingly, a single 
agent (Pl-103) effected proliferative arrest in glioma cells, despite the 
ability of many compds. to block PI3 kinase signaling through its 
downstream effector, Akt. The unique cellular activity of PI-103 was 
traced directly to its ability to inhibit both PI3 kinase a and 
mtOH . Pl-103 showed significant activity in xenografted tumors with no 
observable toxicity. These data demonstrate an emergent efficacy due to 
combinatorial inhibition of mTOR and PI3 kinase « in malignant 
glioma. 
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RL: PAC (Pharmacological activity); BIOL (Biological study) 

(a dual P13 kinase/mTOR inhibitor reveals emergent efficacy in glioma) 
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Radioligand binding and functional responses of 
ligands for human recombinant adenosine A3 receptors 
Yates. L.» Clark, J. H.; Martin. T. J., James. S., 
Broadley, K . J.; Kidd, E. J. 

Division of Pharmacology. Welsh School of Pharmacy, 
Cardiff University. Cardiff, CP10 3XP, UK 
Autonomic t Autacoid Pharmacology (2006). 26(2). 
191-200 

CODEN: AAPUC3 i ISSN: 1474-8665 
Blackwell Publishing Ltd. 
Journal 
English 

The binding and functional properties of adenosine receptor ligands were 
compared in Chinese hamster ovary cells transacted .with human adenosine 
A3 receptors. Inhibition of 11251} -aminobenzyl-5 ■ -N- 

methylcarboamidoadenosine ( (1251 ) -AB-MECA) binding by adenosine receptor 
ligands was examined in membrane prepns. Inhibition of forskol in- induced 
cAMP accumulation by agonists was measured using a camp enzyme 
immunoassay. The rank order of agonist potency for both assays was 
N6- (3-iodobenzyl) -adenosine- 5 • -N-methyluronamide (IB-MECA) > 
5'-N-ethylcarboxamidoadenosine (NBCA) > (- ) -N6- | (R) - phenyl iaopropy 11 
adenosine (R-PIA) > 4 -aminobenzyl-5 ■ -N-methylcarbOxamidoadenosine 
(AB-MECA) > N6-cyclopentyl adenosine (CPA) > adenosine. The radioligand 
binding rank order of antagonist potency was N- (9-chloro- 2 - (2- 
furanyl) (l, 2 , 4) - triazolo- l , 5-cJquinazolin-5-benzcneacetamide (MRS1220) > 
1, 3-dipropyl-s-cyclopentylxanthine (DPCPX) > 8-phenyltheophylline (8-PT) > 
8- (p-eulfophenyl) -theophylline (8-8PT) . MRS1220 competitively inhibited 
the effect of ib-meca on camp production, with a KB value of 0.3 5 nM. These 
data are characteristic of adenosine A3 receptors. The absence of Mg2* 
and presence of guanosine 5 •- (y-thio) triphosphate (OTPys) 
significantly reduced agonist binding inhibition potency, indicating 
binding to high- and low-affinity states. The IB-MECA, NECA and R-PIA 
IC50 values were greater for the cAMP assay than for radioligand binding, 
suggesting an efficient stimulus- response transduction pathway. 
183721-15-5, MRS1220 
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A3 adenosine receptor antagonists delay irreversible 
synaptic failure caused by oxygen and glucose 
deprivation in the rat CAl hippocampus in vitro 
Pugliese. Anna Maria; Coppi, Elisabetta,- spall uto, 
Giampiero; Corradetti, Renato; Pedata, Felicita 
Dipartimento di Farmacologia Preclinica e Clinica, 
Universita" di Firenze, Florence, S0139, Italy 
British Journal of Pharmacology (2006), 147(5), 
524-532 

CODEN: BJPCBM; ISSN: 0007-1188 
Nature Publishing Group 
Journal 
English 

The role of adenosine A3 receptor activation during ischemia-like 
conditions produced by oxygen and glucose deprivation (OGD) was evaluated 
with extracellular recordings from the CAl region of rat hippocampal 
slices. In all, 7 tnin of OGD evoked tissue anoxic depolarization (AD, 
peak at .apprx.7 min from OGD start, n » 20) and were invariably followed 
by irreversible loss of elec. evoked field epsps (fepsps. n - 42) , The 
selective adenosine A3 antagonists 3 -propyl- 6-ethyl-S [ (ethylthio)carbonyl] - 
2-phenyl-4-propyl-3-pyridinecarboxylate (MRS 1523. 1-100 nM. n - 31) . 
N- (9-chloro- 2- (2-furanyl) [1,2,4) -triazolo [ 1 , 5 -cj quinazolin- 5- 
yl) benzeneacetamide (MRS 1220, 100 nM, n - 7) , N- (2-methoxyphenyl) -N* - (2- 
(3 -pyridinyl ) -4-quinazolinyl] -urea , (VUF 5574, loo" nM, n - 3 ) and 
5- [ ( (4-pyridyl)aminolcarbonyl]amino-8-methyl-2- (2-furyl) -pyrazolo(4 ,3- 
e]l,2,4-triazolo[l,5-c]pyrimidine hydrochloride (1 nM , n - 4) ,' prevented 
the irreversible failure of neurotransmission induced by 7 min OGD (n ■ 
4 5) and the development of AD in 20 out of 22 monitored slices. When 
tested on OGD episodes of longer duration (8 - 10 min, n - 18), 100 nM MRS 
1523 prevented or delayed the appearance of AD and exerted a protective 



effect on neurotransmission for episodes of up to 9 min duration. In the 
absence of AD, the fepsp recovery was almost total, regardless of OOD 
episode duration. These findings support the notion that A3 receptor 
stimulation is deleterious during ischemia and suggest that selective A3 
receptor block may substantially increase the resistance of the CAl 
hippocampal region to ischemic damage. 
183721-15-5, MRS 1220 
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The PI3K-NF- kB signal transduction pathway is 
involved in mediating the anti- inflammatory effect of 
IB-MECA in adjuvant-induced arthritis 
Fishman, Pnina; Bar -Yehuda, Sara; Madi, Lea; 
Rath-Wolfson, Lea; Ochaion, Avivit; Cohen, Shira; 
Baharav, Ehud 

Can-Pite BioPharma Ltd., Petah-Tikva, Israel 
Arthritis Research & Therapy (2006). 8(1), No pp. 
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CODEN: ARTRCV ; ISSN: 1478-63 62 

URL: http://arthritls-reBearch.com/content/pdf/arl8B7. 
Pdf 

BioMed Central Ltd. 
Journal; (online computer file) 
English 

The anti -inflammatory effect of adenosine was previously found to be 
mediated via activation of the A3 adenosine receptor <A3AR> . The aim of 
the present study was to decipher the mol . mechanism involved with the 
inhibitory effect of IB-MECA, an A3 AR agonist, on adjuvant- induced 
arthritis. The adjuvant -induced arthritis rats responded to IB-MECA 
treatment with a decrease in the clin. score and the pathol . score of the 
disease. The response to IB-MECA was neutralized by the antagonist MRS 
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1220, confirming that the efficacy of the synthetic agonist was A3AR 
mediated. The A3AR protein expression level was highly expressed in the 
synovia, in the peripheral blood mononuclear cells and in the drain lymph 
node (DLN) tissues of adjuvant- induced arthritis rats in comparison with 
naive animals. Downregulation of A3AR expression was noted upon treatment 
with IB-MECA. Anal, of synovia and DUN protein exts. revealed a decreased 
expression level of P13K, PKB/Akt, IKK, NF-kB and tumor necrosis 
factor alpha, known to affect survival and apoptosis of inflammatory 
cells, whereas the caspase-3 level was upregulated. Taken together, high 
A3AR expression is found in the synovia, in the immune cells in the DLN 
and in peripheral blood mononuclear cells. IB-MECA, an orally 
bioavailable mol . , activates the A3AR, inducing receptor downregulation 
and the initiation of a mol. mechanism that involves de- regulation of the 
PI3K-NP-KB signaling pathway. As a result, a potent 

anti- inflammatory effect manifested in the improvement of the disease 
clin. score and pathol. score occurs. The finding that the A3AR 
expression level in the peripheral blood mononuclear cells and in the DLN 
reflects the receptor status in the remote inflammatory site suggests use 
of the A3AR as a follow-up biomarker. 
183721-15-5, MRS 1220 
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PRIORITY APPLN. INPO. : US 2004-S445Q3P P 20040213 

AB The invention relates to a method of inhibiting differentiation of a 
population of neural stem cells by contacting a purinergic receptor 
agoniat and a population of neural stem cells under conditions effective 
to inhibit differentiation of the population of neural stem cells. 
Another aspect of the invention relates to a method of producing neurons 
and/or glial cells from a population of neural stem cells by culturing a 
population of neural stem cells with a purinergic receptor antagonist 
under conditions effective to cause the neural stem cells to differentiate 
into neurons and/or glial cells. The purinergic receptor agonist can also 
be used in a method of inducing proliferation and self-renewal of neural 
stem cells in a subject and a method of treating a neurol . disease or 
neurodegenerative condition in a subject. The purinergic receptor 
antagonist can also be used in treating a neoplaetic disease of the brain 
or spinal cord in a subject. 

IT 183721-15-5, MRS 1220 

RL: PAC (Pharmacological activity)/ THU (Therapeutic use); BIOL • 
(Biological study); USES (Uses) 

(purines are self -renewal signals for neural stem cells, and purine 
receptor antagonists promote neuronal and glial differentiation 
therefrom) 
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The present invention relates to novel fused azolepyrimidine derivs. 
(shown as I; variables defined below; most examples are 

imidazo[l, 2-c) quinazolines, e.g. II), processes for their preparation and 
pharmaceutical prepnB. containing them. The I exhibit enhanced potency Cor 
phoaphatidylinositol-3-kinase (PI3K) inhibition, especially for PI3K-Y 
inhibition and can be used for the prophylaxis and treatment of diseases 
associated with PI3K and particularly with Pl3K-y activity. More 
specifically, the I are useful for treatment and prophylaxis of diseases 
as follows: inflammatory and irranunoregu 1 atory disorders, such as asthma, 
atopic dermatitis, rhinitis, allergic diseases, chronic obstructive 
pulmonary disease (COPD) , septic shock, joint diseases, autoimmune 
pathologies such as rheumatoid arthritis, and Oraves' disease, cancer, 
myocardial contractility disorders, heart failure, thromboembolism, 
ischemia, and atherosclerosis. The 1 are also useful for pulmonary 
hypertension, renal failure, cardiac hypertrophy, as well as 
neurodegenerative disorders such as Parkinson's disease, Alzheimer's 
disease, diabetes and focal ischemia, since the diseases also relate to 
PI3K activity in a human or animal subject. Although the methods or 
preparation arc not claimed, »S00 example prepns . and/or characterization data 
for I are included. Por example, II was prepared in 3 steps (68. 82, 21 \ 
yields, resp.) starting with preparation of Me 3-oxo-3- (3-pyridinyl) propanoate 
from 3-acetylpyridine and di-Me carbonate and preparation of 
2- (4 , 5-dihydro-lH-imidazol-2-yl) -4 , 5 -dimethoxyanil ine by cyclization of 
2-amino-4 , S-dimethoxybenzonitrile with ethylenediamine, followed by 
cyclization of the 2 intermediates. Semiquant . IC50 values (S 0.1 
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uM, £ 0.5 mM, 5 2 |iMI for inhibition of 

PI3K-Y. and in a few cases for PI3K-P, are reported for the 
nearly 600 examples of I . For I : X - CR5R6 or NH, Yl - CR3 or N, chemical 
bond between Y2 and Y3 » a single or double bond with provisos/ Zl-24 • 
CH, CR2 or N ; Rl - aryl, C3-8 cycloalkyl, CI- 6 alkyl, CI -6 alkoxy, or a 3 
to 15 membered mono- or bicyclic heterocyclic ring. R2 » hydroxy, 
halogen, nitro, cyano, amino, N- (CI- 6alkyl > amino, N, N-di (Cl- 6alkyl) amino, 
N- (hydroxyCl- 6 -alkyl) amino, etc./ R3 - H, halogen, aminocarbonyl, or Cl-6 
alkyl (un) substituted by aryl Cl-6 alkoxy or mono, di - or tri- halogen,- R4 
- H or Cl-6 alkyl/ R5 - H or Cl-6-alkyl ; and R6 - halogen, H or 
cl-6-alkyl,- addnl. details are given in the claims. 
677337-57-4P 677337-62-1P 677337-66-SP 
677337-67-6P 677341-60-5P 

RL: PAC (Pharmacological activity); RCT (Reactant) / SPN (Synthetic 
preparation) / THU (Therapeutic use) ; BIOL (Biological study) / PREP 
(Preparation),- RACT (Reactant or reagent); USES (Usea) 

Idrug candidate/ preparation of fused ozole-pyrimidine derivs. as PI3K 

inhibitors with therapeutic uses) 
677337-57-4 CAPLUS 

3-Pyridinecarboxamide, N- <2, 3-dihydroimidazo [1, 2-c) quinazolin-5-yl) - (9CI) 

<CA INDEX NAME) 



O 



N^J 



677337-62-1 CAPLUS 

3 -Pyridinecarboxamide, 6- (acetylamino) -N- {2, 3-dihydro-8- (4- 
' morpholinyl) imidnzo I 1 , 2 -c] quinazolin- 5-yl] - (9CI) (CA INDEX NAME) 



RH 677337-66-5 CAPLUS 

CN 3 -Pyridinecarboxamide, N- (2, 3-dihydro-8-hydroxyimidazo II, 2-clquinazolin-5- 
yl)- (9CI) (CA INDEX NAME) 




RN 67733 7-67-6 CAPLUS 

CN 3 -Pyridinecarboxamide. N- (2 , 3 -dihydro- 8-methoxyimidazo (1, 2-c)quinozolin-5- 
yl)- (9CI) (CA INDEX NAME) 



«:12/04/2007> 
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Erich Leese 




RN 677341-60-5 CAPLUS 

CN 3-Pyridinecarboxamide, N- imidazo [ 1 , 2-c] qu inazol in- 5-yl - (9CI) (CA INDEX 



1 w^j?>« 



1^1 



677337- 
677337- 
677337- 
677337- 
677337- 
677337- 
677337- 
677337- 
677337- 
677337- 
677337- 
677338- 
677338- 
677338- 
67733B- 
677338- 
677338- 
677338- 
677338- 
677338 



38-1P 
68-7P 
71-2P 
74-5P 
77-8P 
B0-3P 
83-6P 
86-9P 
89-2P 
92-7P 
97-2P 
03-3P 
06-6P 
09-9P 
12-4P 
15-7P 
18-OP 
2X-5P 
24-8P 
27-1P 



677337 
677337 
677337 
677337 
677337 
677337 
677337 
677337 
677337 
677337 
677337 
677338 
67733B 
677338 
677338 
677338 
677338 
677338 
677338 
677338 



61-OP 

69-ep 

72-3P 
75-6P 
78-9P 
-81-4P 
84-7P 
87-OP 
90-5P 
93-8P 
-99-4P 



04 -4P 
07-7P 
10-2P 
13-5P 
16-8P 
19-1P 
22-6P 
25-9P 
28-2P 



677337-65-4P 
677337-70-1P 
677337-73-4P 
6773J7-76-7P 
677337-79-OP 
677337-82-SP 
677337-85-8P 
677337-88-1P 
677337-91-6P 

677337- 95-0P 
67733B-01-1P 

677338- 0S-SP 
67733B-OB-8P 
677338-11-3P 
677338-14-6P 
677338-17-9P 
677338-20-4P 
677338-23-7P 
677338-26-0P 
677338-29-3P 



677338-30 
677338-33 
677338-36 
677338-39 
677338-42 
677338-45 
677338-48 
677338-51 
677338-54 
677338-57 
677338-60 
677338-63 
677338-66 
677338-69 
677338-72 
677338-75 
677338-78 
677338-B1 
67733B-84 
677338-87 
677338-90 
677338-93 

677338- 96 
67733B-99 

677339- 02 
677339-05 
677339-08 
677339-11 
677339-14 
677339-17 
677339-20 
677339-23 
677339-27 
677339-31 
677339-34 
677339-37 
677339-40 
677339-43 
677339-46 
677339-49 
677339-52 
677339-55 
677339-58 
677339-61 
677339-64 
677339-67 
677339-70 
677339-73 
677339-76 
677339-79 
677339-82 
677339-BS 
677339-89 
677339-92 
677339-95 

677339- 98 

677340- 01 
677340-04 
RL: PAC ( 



6P 677338-31-7P 

9P 677338-34-0P 

2P 677338-37-3P 

-5P 677338-40-8P 

-OP 677338-43-1P 

-3P 677338-46-4P 

6P 677338-49-7P 

IP 677338-S2-2P 

-4P 677338-55-SP 

7P 677338-58-8P 

-2P 677338-61-3P 

-5P 677338-64-6P 

-BP 677338-67-9P 

-IP 677338-70-4P 

6P 67733B-73-7P 

9P 677338-76-0P 

2P 677338-79-3P 

-7P 67733B-B2-8P 

OP 677338-B5-1P 

3P 677338-88-4P 

-BP 67733B-91-9P 

IP 677338-94-2P 

4P 677338-97-5P 

7P 677339-00-3P 

-SP 677339-03-6P 

8P 677339-06-9P 

-IP 677339-09-2P 

-6P 677339-12-7P 

9P 677339-15-0P 

-2P 677339-18-3P 

-7P 677339-21-8P 

-OP 677339-24-1P 

4P 677339-29-6P 

OP 677339-32-1P 

-3P 677339-35-4P 

-6P 677339-38-7P 

IP 677339-41-2P 

-4P 677339-44-5P 

-TP 677339-47-8P 

OP 677339-50-3P 

5P 677339-53-6P 

-BP 677339-56-9P 

-IP 677339-S9-2P 

-6P 677339-62-7P 

9P 677339-65-0P 

-2P 677339-6B-3P 

-7P 677339-71-8P 

-OP 677339-74-1P 

-3P 677339-77-4P 

6P 677339-B0-9P 

-IP 677339-B3-2P 

-«P 677339-66-5P 

BP 677339-90-1P 

3P 677339-93-4P 

6P 677339-96-7P 

9P 677339-99-0P 

IP 677340-02-2P 

4P 677340-OS-SP 

Pharmacological 



677338-32-8P 
67733B-35-1P 
677338-38-4P 
67733B-41-9P 
67733B-44-2P 
677336-47-5P 
67733B-50-0P 
67733B-S3-3P 
67733B-56-6P 
677338-59-9P 
677338-62-4P 
677338-65-7P 
67733B-68-0P 
67733B-71-5P 
67733B-74-8P 
677338-77-1P 
677338-80-6P 
67733B-B3-9P" 
67733B-B6-2P 
677338-89-SP 
67733B-92-0P 

677338- 95-3P 
67733B-98-6P 

677339- 01-4P 
677339-04-7P 
677339-07-0P 
677339-10-5P 
677339-13-8P 
677339-16-1P 
677339-19-4P 
677339-22-9P 
677339-25-3P 
677339-30-9P 
677339-33-2P 
677339-36-5P 
677339-39-8P 
677339-42-3P 
677339-45-6P 
677339-48-9P 
677339-S1-4P 
677339-54-7P 
677339-S7-0P 
677339-60-5P 
677339-63-8P 
677339-66-1P 

677339-69-4P ' 
677339-72-9P 
677339-75-2P 
677339-78-5P 
677339-Bl-OP 
677339-84-3P 
677339-87-6P 
677339-91-2P 
677339-94-SP 

677339- 97-8P 

677340- 00-OP 
677340-03-3P 
677340-06-6P 

activity) ; SPN (Synthetic preparation) / THU 
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(Therapeutic use) s BIOL (Biological study) / PREP (Preparation) ,- USES 
(Uses) 

(drug candidate; preparation of fused azole-pyrimidine derivs. as PI3K 
inhibitors with therapeutic uses) 
RN 677337-38-1 CAPLUS 

CN l-Butanone. 2 ■ ( 2 . 3 -dihydroimidazo (l , 2-c3 quinazolin- 5-yl ) - l-phenyl - (9CI) 
(CA INDEX NAME) 



CI 



V 5 ? 



CH-Et 
I 

c-Ph 



RN 677337-61-0 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3 -dihydroimidazo 11 , 2-c}quinazolin-5-yl) - 
monohydrochloride (9CI) (ca INDEX NAME) 



rY x r 

l Nv ^ K 

HH 
I 




RN 6773 37-68-7 CAPLUS 

CN 3-Pyridinecarboxamide, N- 12, 3-dihydro-8- fa- (lH-pyrrol-l- 

yl)ethoxylimidazoll.2-c]quinazolin-5-yl| - (9CI) (CA INDEX I 



O- CIi2~ CH2 H 



NH 

I 



RN 677337-69-8 CAPLUS 

cn 3-pyridinecarboxamide, N- [2 , 3-dihydro-8- (4 -morpholinyl) imidazo [1 . 2- 
c)quinazolin-5-yll- (»CD (ca INDEX NAME) 



RN 677337-65-4 CAPLUS ' . . 

CN 3-Pyridinecarboxatnide, 6- (acetyiamino) -N- t2 , 3 -dihydro- 8- (4 - 

morpholinyl) imidazo{1.2-c)quinazolin-5-yl] -, monohydrochloride .(9CI) (CA 
INDEX NAME) 



<12/04/2007> 
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C= ( 



RN 677337-70-1 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3-dihydro-8- (4 -morpholinyl ) imidazo I 1 . 2- 
c)quinazolin-S-yl)-, monohydrochloride (9CI) (CA INDEX NAME) 



NH 
I 



O 



N^N 

r 



RN 677337-72-3 CAPLUS 

CN lH-Benzimidazole-5-carboxamide. N- 12, 3 -dihydro- (4- 

morpholinyl)imidazo(l,2-c]quinazolin-5-yl)- <9CI> (CA INDEX I 



[2 



O 



TfYS 

c-l^J m 



RN 677337-71-2 CAPLUS 

CN Benzamide, 4- (acetyiamino) -N- (2 , 3 -dihydro- 8- (4 -morpholinyl > imidazo (1 , 2 - 
c)quinazolin-5-ylJ -. monohydrochloride (9CI) (CA INDEX NAME) 



RN 677337-73-4 CAPLUS 

CN lH-Benzimidazole-5-carboxamide. N- [ 2 , 3 -dihydro- 8 - (4 - 

morpholinyl) imidazo [1 , 2-cJ quinazolin- S-yll - , monohydrochloride (9CI) (CA 
INDEX NAME) 
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• HC1 



RN 677337-74-5 CAPLUS 

CN 3 -Pyridinecarboxamide, N- 12, 3 -dihydro- 6- (4 -morpholinyl) imidazoll , 2- 
c]quinazolin-5-yl) -2-methyl- <9Ci> (CA INDEX NAME) 




RN 677337-75-6 CAPLUS 

CN 3-Pyridinecarboxamide, N- 12, 3 -dihydro-8- (4-morpholinyl) imidazoll , 2- 
clquinazolin-5-yl] -6-methyl- (9CI) (CA INDEX NAME) 




Me 



RN 677337-76-7 CAPLUS 

CN 3 -Pyridinecarboxamide , N- [2, 3 -dihydro-B- (4-morpholinyl) imidazoll, 2- 

c)quinazolin-S-ylJ -6-methyl-, mono hydrochloride (9CI) (CA INDEX NAME) 




• HC1 



Me 



RN 677337-77-8 CAPLUS 

CN Senzamide. 4- (acetylamino) -N- [2 , 3 -dihydro- 8- U-morpholinyl) imidazoll. 2- 
, e)quinazOlin-S-yl) - (9CI) (CA INDEX NAME) 
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NHAc 



RN 677337-7B-9 CAPLUS 

cn 5-Thiazolecarboxamide. N- (2, 3-dihydro-8- (4 -morpholinyl > imidazoll, 2- 
c]quinazolin-S-yU-2.4-dimethyl- (9CI) (CA INDEX NAME) 




RN 677337-79-0 CAPLUS 

CN 5-Thiazolecarboxnmide, N- (2, 3-dihydro-B- (4-morpholinyl) imidazoll, 2- 

c)quinazolin-5-yl] -2 , 4 -dimethyl - , monohydrochloride (9CI) (CA INDEX NAME) 



10/613699 




Me 



• HC1 



RN 677337-80-3 CAPLUS 

CN lH-Pyrazole-5-carboxamide, N- 12 , 3 -dihydro- 8- (4-morpholinyl ) imidazo 11 , 2- 
C]quinazolin-S-yl]-l-ethyl-3-methyl- (9CI) (CA INDEX NAME) 




Me 



RN 677337-81-4 CAPLUS 

CN 3 -Pyridinecarboxamide, N- [2 , 3-dihydro-8- (l-piperidinyl)imidato(1.2- 
c]quinazolin-5-yl] -, monohydrochloride (9CI) (CA INDEX NAME) 



12/04/2007; 



Erich Leese 
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I — M 



o 



1 H^N 



RN 677337-82-5 CAPLUS 

CN 3-Pyridinecarboxamide. N- (2 , 3 -dihydro- 8 -methoxyimidazo [1 , 2 -c) quinazolin- 5- 
yl)-, monohydrochloride (9CI) (CA INDEX NAME) 



RN 677337-84-7 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-N- (2 , 3 -di hydro- B -methoxyimidazo U , 2- 
c)quinazolin-S-yl) - (9CI) (CA INDEX NAME) 




RN 677337-83-6 CAPLUS 

CN 3-Pyridinecarboxaroide, 6- (acetylaraino) -N- (2 , 3-dihydro-B-methoxyimidazo [l, 2- 
c)quinazolin-5-yl) -, monohydrochloride (9CI) (CA INDEX NAME) 



RN 677337-85-8 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-N- (2. 3 -dihydro- 8 -methoxyimidazo [1 , 2- 
clquinazolin-5-yl) -, monohydrochloride (9CI) (CA INDEX NAME) 



Erich Leese 



cl2/04/2007> 



Erich Leese 



1 — n ^ 



c 



7 



»H 



RN 677337-88-1 CAPLUS 

cn 3-pyridinecarboxanjide, N- (2,3-dihydro-8-methyliraidazoll.2-c)quinazolin-S- 
yl) - (9CI) (CA INDEX NAME) 



RN 677337-86-9 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N- (2,3 -dihydro- 8-methoxyimidazo 11, 2- 
c]quinazolin-5-yl) - (9CI) (CA INDEX name) 



F-O- 



RN 677337-87-0 CAPLUS 

CN lH-Benzimidazole-S-carboxamide, N- (2 , 3 -dihydro- 8 -methoxyimidazo [1 , 2- 
clquinazolin-S-yl) - , monohydrochloride (9CI) (CA INDEX NAME) • 



CI 



RN 677337-89-2 CAPLUS 

cn 3-pyridinecarboxamide, N- <2. 3 -dihydro- 8-methylimidazo II, 2-cl quinazolin- 5- 
yl)-, monohydrochloride (9CI) (CA INDEX NAME) 
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• HC1 



RN 677337-90-S CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N- <2 , 3 -dihydro- B-methylimidazo [1, 2- 
clquinazolin-S-yl)- (9CI) <CA INDEX NAME) 




RN 677337-91-6 CAPLUS 

CN lH-8erizimida20le-5-carboxaniide, N- (2 , 3 -dihydro- 8-methylimidazo (1 , 2 - 
c)quiriazolin-5-yl) - , monohydrochloride (9Ci> (CA INDEX NAME) 




O 



• 1IC1 



RN 677337-92-7 CAPLUS 

CN 2-Thiophenecarboxamide, N- (2, 3-dihydro-fl-mechylinidazoll, 2-cl quinazolin-S- 
yl}- (9CI) (CA INDEX NAME) 




RN 67733 7-93-8 CAPLUS 

CN 2-Thiophenecarboxamide, N- (2, 3 -dihydro-a-mcthylimidazo ( l , 2-c] quinazolin-5- 
yl)-, monohydrochloride (SCI) (CA INDEX NAME) 



Erich Leese <l2/o«/2007> 
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• HC1 

RN 677337-9S-0 CAPLUS 

CN 3-Pyridinecarboxamide, n- [2. 3-dihydro-e- (tri f luoromethyl >iinidazo[l, 2- 
clquinazolin-S-yl) - (9CI) (CA INDEX NAME) 




RN 677337-97-2 CAPLUS , 

CN 3-Pyridinecarboxamide, N- [2 , 3 -dihydro-B- (trif luoromethyl) imidazo (1 , 2- 
c)quinazolin-5-yl) - , monohydrochloride (9CI) (CA INDEX NAME) 



10/513699 




• HC1 



RN 677337-99-4 CAPLUS 

CN 3-Pyridinecarboxamide, N- [2, 3-dihydro-a- (tri t luoromethyl) imidazofl, 2- 

c]quinazolin-5-yl] -S-hydroxy-, monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 



■RN 677338-01-1 CAPLUS 

CN lH-BQnzimidazole-5-carboxamide, N- (2,3 -dihydro- • - 

(crif luoromethyl) imidazole 2-c] quinazolin-5-yl} - (9CI) (CA INDEX NAME) 



Erich Leese ' 
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RN 67733B-03-3 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N- [2 , 3 -dihydro- 8 - 

(trif luoromethyl) imidazo |1, 2-c] quinazolin-5-yl] - , monohydrochloride (9CI) 
(CA INDEX NAME) 




0 



• HCl 

RN 67733 8-04-4 CAPLUS ' 

CN 3-Pyridinecarboxamide, N- (B-chloro-2, 3 -dihydroimidazo ( 1 , 2- c] quinazolin- 5- 
yl)-, monohydrochloride (9CII (CA INDEX NAME) 




• HC1 



RN' 677338-05-5 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N- ( 8 -chloro-2, 3 -dihydroimidazo 1 1,2- 
. cJquinazolin-5-yl) - (9CI) (CA INDEX NAME) 



CI 




o 



RN 6773 38-06-6 CAPLUS 

CN lH-Benzimidazole- 5 - carboxnmide , N- < B - chloro- 2 , 3 -dihydroimidazo ( 1, 2- 
c]quinazolin-5-yl)-, monohydrochloride (9CI) (CA INDEX NAME) 
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0 



• HC1 



RN 6773 3 8-07-7 CAPLUS 

CN 2-Thiophenecarboxamide, N- <8-chloro-2, 3 -dihydroimidazo H , 2-cJ quinazolin- 5- 
yl>- ( monohydrochloride <9CI> (CA INDEX NAME) 



CI 




• HC1 



RN 6773 3 8-08-8 CAPLUS 

CN 3-Pyridinecarboxamide, N- < 6 -bromo-2 , 3 -dihydroimidazo (1 , 2 -cj quinazolin- 5- 
yl>-, monohydrochloride (9Ci) (CA index name) 



10/513699 




1 

5' 



• HCl 



RN 677338-09-9 CAPLUS 

CN 3-Pyridinecarboxamide, N- (8 -bromo-2, 3 -dihydroimidazo [1, 2- c) quinazolin -5- 
yl>-2-methyl-, monohydrochloride (9CI) (CA INDEX name) 



Br 




• HCl 



RN 677338-10-2 CAPLUS 

CN lH-Benzimidazole-5-carboxaroide, N- (8-bromo- 2 , 3 -dihydroimidazo ( 1 , 3- 
c] quinazolin- 5-yl ) - (9CI) (CA INDEX NAME) 



12/04/2007:. 
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0 



RN 677338-11-3 CAPLUS 1 

CN lH-Benzimidazole-5-carboxaniide. N- (B-bromo-2. 3-dihydroimidazo{l, 2- 
cJquinazolin-S-yl>-, monohydrochloride <9CI) (CA INDEX NAME) 




o 



• HC1 

RN 677338-12-4 CAPLUS 

CN 3 -Pyridinecarboxamide, N- (2, 3 -dihydro-7, 8 -dimethoxyimidazo (1 , 2- 
C)quinazolin-5-yl)- (9CI) (CA INDEX NAME) 




« i2/04/2007> Erich Leese 



RN 67733B-13-5 CAPLUS 

cn 3 -pyridinecarboxamide, N- (2 , 3 -dihydro-7, a -dimethoxyimidazo [1,2- 
c]quinazolin-5-yl) -, monohydrochloride <»ci) (ca INDEX name) 




r 

c=o 



• HCI 



RN 67733 6-14-6 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N- {2, 3-dihydro-7, B-dimethOxyimidazo[l. 2 
c]quinazolin-5-yl) - <9CI) (CA INDEX NAME) 




o 



RN 677338-15-7 CAPLUS 

CN lH-Benzimidazole-S-carboxaraide, N- <2 , 3 -dihydro- 7 , 8-dimethoxyimidazo (1 , 2 
c]quinazolin-5-yl) - , monohydrochloride (9CI) (CA INDEX NAME) 



<12/04/2007> Erich Leese 



10/513699 




o 



• HCI 



RN 677338-16-8 CAPLUS 

CN lH-lmidazo[4, 5 -b] pyridine- 6- carboxamide, N- (2,3 -dihydro- 7,8- 

dimethoxyimidazotl,2-clquinazolin-5-yl>- (9CI) (CA INDEX NAME) 




0 



RN 67733B-17-9 CAPLUS 

CN lH-lmidazo[4. 5-bI pyridine- 6-carboxamide, N- (2, 3 -dihydro- 7, 8- 

dimethoxyimidazo [1 , 2 -el quinazolin- 5-yl ] monohydrochloride (9CI) (CA 
INDEX NAME) 



10/513699 




O 



• HCI 



RN 677338-18-0 CAPLUS 

CN 3- Pyridinecarboxamide. N- (2, 3-dihydro-e, 9-dimethoxyimidazotl. 2- 
c) quinazolin- 5-yl) -, monohydrochloride (9CI) (ca INDEX NAME) 



OMe 




• HCI 



RN 677338-19-1 CAPLUS 

CN 3 -Pyridinecarboxamide, N- (2, 3 -dihydro-8, 9-dimethoxyiroidazo [1, 2- 
C]quinazolin-5-yl) -5-hydroxy- (9CI) (CA INDEX NAME) 



<12/04/2007: 



Erich Leese 



:12/04/2007> 



Erich Leese 



UMe 

1 — »^» 



RN 677338-20-4 CAPLUS 

cn 3 -Pyridinecarboxamide, N- (2, 3-dihydro-8, 9-dimet hoxyimidazo [1 , 2- 

c]quinazolin-5-yl> -S-hydroxy-. monohydrochloride (9CI) (CA INDEX , 





677338-22-6 CAPLUS 

3 -Pyridinecarboxamide, 6- ( acety lamino) -N- (2 , 3 -dihydro- 8 , 9- 
dimethoxyimidazoll.a-clquinozolin-S-yl)- (9CI) (CA INDEX I 




677338-21-5 CAPLUS 

3-Pyrldinecarboxamide, 6-amino-N- < 2 . 3 -dihydro- 8 , 9-dimet hoxyimidazo [1 , 2- 
c)quinazolin-S-yl) -, monohydrochloride (9CI) (CA INDEX NAME) 



RN 677338-23-7 CAPLUS 

CN 3-Pyridinecarboxamide, 6- (acety lamino) -N* (2 , 3 -dihydro- 8,9- 

dimethoxyimidazoll, 3-c] quinazolin- 5-yl ) -, monohydrochloride (9CIJ (CA 
INDEX NAME) 



<12/04/2007> 



<12/04/2007> 



10/513699 



— 

NH 

I 




I N^N 



N. 



RN 677338-26-0 CAPLUS 

CN lH-Benzimidazole-S-carboxaraide, H- (2, 3 -dihydro- 8, »-dimcthoxyiraidazoti. 2- 
c] quinazolin- 5-yl) -, monohydrochloride (9CI) (CA INDEX NAME) 



RN 677338-24-8 CAPLUS 

CN 3 -Pyridinecarboxamide, N- (2 , 3-dihydro-8, 9-dimethoxyimidazo ( 1 , 2- 

c)quinazolin-S-yl) -5-methyl-. monohydrochloride (9CI) (CA INDEX NAME) 



1 N vj^ N 




c=o 

Me 



677338-27-1 CAPLUS 

2-Thiophenecarnoxamide, N- (2, 3-dihydro-8, 9-dimetnoxyimidazo!l , 2- 
c]quinazolin-5-yl) - (9CI) (CA INDEX NAME) 



6T7338-25-9 CAPLUS 

lH-Benzimidazole-5-carboxamide. N- < 2 , 3 -dihydro- 8 , 9-dimet hoxyimidazo [1 , 2 - 
c)quinazolin-S-yl) - (9CI) (CA INDEX NAME) 



<12/O4/2007> 



Erich Leese 



<12/04/2007> 



Erich Leese 



10/513699 



10/513699 



I M- 



I 

N^N 

NH 

t 

6 



RN 6773 38-28-2 CAPLUS 

CN lH-Pyrazole-4-carboxamide, N- (2, 3-dihydro-6, 9-dimethoxyimidazo (1, 2- 
c)quinazolin-S-yl) -, monohydrochloride (9CI) (CA INDEX NAME) 




NH 

I 

A 



RN 677338-29-3 CAPLUS 

CN lH-Pyrazoie-S-carboxamide, N- (2, 3-dihydro-e, 9-dimethoxyimidazo [1, 2- 
c] quinazolin-5-yl) -1,3 -dimethyl- (9CI) <CA INDEX NAME) 




RN 67733 8-30-6 CAPLUS 

CN 3-Pyridinecarboxamide, N- (7-bromo-2, 3-dihydro-a-methoxyimidazo [1 , 2 
cJquinazolin-5-yl> - (9CI) (CA INDEX NAME) 



I N^N 

NH 



RN 677338-31-7 CAPLUS 

CN 3-Pyridinecarboxamide, N- (7-bromo- 2 , 3 -dihydro- 8-methoxyimidazo (1,2 
clquinazolin-5-yl)-. monohydrochloride (9CI) (CA INDEX name) 



I N^N 




NH 
I 

C=( 



RN 677336-32-8 CAPLUS 

CN 3-Pyridinecarboxamide, N- (9-bromo-2, 3 -dihydro- B-methoxyimidazo I 1 , 2- 
c)quinazolin-5-yl) - , monohydrochloride (9CI) (CA INDEX NAME) 



Br 

cyV° 

1 N. ^. N 



N^N 

2^1 



RN 677338-34-0 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3 -dihydro-7, 9-dimethoxyimidazo ll, 2- 
c)quinazolin-5-yl> - , monohydrochloride (9CI) (CA INDEX NAME) 




C=( 

2^1 



RN 6773 3 8 -33 -9 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2 . 3 -dihydro-7. 9 -dimethoxyimidazo II , 3 - 
cJquinazolin-5-yl) - (9CI) (CA INDEX NAME) 



RN 67733 8-35-1 CAPLUS 

CN 3-Pyridinecarboxamide, 6- (acetyl ami no) -N* (2 , 3 -dihydro- 7,9- 
dimethoxyiroidazo[l,2-c)quinazolin-5-yll- (SCI) (CA INDEX I 



Erich Leese 



<12/04/2007> 



10/513699 



10/513699 



i — N> 




RN 677338-38-4 CAPLUS 

CN lH-Benzimidazole-S-carboxamide, N- (2 , 3 -dihydro- ~> , 9-dimethoxy imidazo [1 , 2* 
c)quinazolin-5-yl) - , monohydrochlor ids (9CI) (CA INDEX NAME) 



RN 677338-36-2 CAPtAJS 

cn 3-Pyridinecarboxamide, fi - (acetylamino) -N- { 2 , 3 -dihydro- 7, 9- 

dimethoxyimidazo[l, 2 -cl quinazol in- 5-yl > -, monohydrochlor ide (9CI) (CA 
INDEX NAME) 



Cry 

M^N 



X 




C t^^J NH 



RN 677338-39-5 CAPLUS 

CN 3 - Pyridine car boxamide , N- (7-bromo-2, 3 -dihydro- 9 -methyl imidazo [1,2- 
c)quinazolin-5-yl) - , monohydrochlor ide (9CI) (CA INDEX NAME) 



RN 677338-37-3 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N- (2 , 3 -dihydro- 7 , 9 -dime thoxy imidazo [1,2- 
c]quinazolin-5-yl) - (9CI) (CA INDEX NAME) 





RN 677338-40-8 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N- <7-bromo-2 , 3 -dihydro-9 -methyl imidazo [1, 2 - 
dquinazolin-5-yl) - (9CI) (CA INDEX name) 



RN 677338-42-0 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2 , 3 -dihydro- 7, 9-dimethoxy- 8 -methyl imidazo [1 , 3- 
c)quinazolin-5-yl)-2-methyl- (9CI> (CA INDEX NAME) 



Of 

1 K 




RN 677338-41-9 CAPLUS 

CN 3-Pyridinecarboxatnide, N- (2, 3-dihydro-7, 9-dimethoxy-B-methylimidazoU. 2- 
c)quinazolin-5-yJ> - , monohydrochlor ide (9CI) (CA INDEX NAME) 




HH 
I 

C=( 



RN 677338-43-1 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2 , 3-dihydro-7, 9-dimethoxy-8-methyliraidazoU, 2- 
c) quinazol in- 5-yl >-2-methyl-« monohydrochlor ide (9CI) (CA INDEX NAME) 



«12/04/2007> 



Erich Leeae 



<12/O4/2007> 



Erich Lecae 



10/513699 



OM* 




• HC1 , 



RN 677338-44-2 CAPLUS 

CN 3-Pyridinecarboxamide, 6- (acetylamino) -N- (2, 3 -dihydro-7, 9-dimethoxy-8- 

methylimidazoU,2-c]quinazolin-S-yl)-, monohydrochloride (9CI) (CA INDEX 




• HCl 



RN 677338-45-3 CAPLUS 

cn lH-Benzimidazole-5-carboxamide, N- (2,3-dihydro-7.9-dimethoxy-8- 
methylimidazotl,2-c}quinazolin-5-yl) - (9CI) (CA INDEX NAME) 



10/513699 




O 



RN 677338-4 6-4 CAPLUS 

CN 1H- Den z Imidazole- 5 -carboxamide, N- (2, 3 -dihydro-7, 9-dimethoxy-B- 

methylimidazoU.2-c)quinazolin-5-yl> -, monohydrochloride (9CI) (CA INDEX 

NAME) 



OMe 




o 



• HCl 

RN 677338-47-5 CAPLUS 

CN lH-Benzimidazole-5-carboxamide. N- (9- f luoro-2, 3-dihydroimidazo [1, 2- 
c)quinazolin-5-yl)-, monohydrochloride (9CI) (CA INDEX NAME) 



<l2/04/2007> Erich Leese 



10/513699 




o 



• HCl 

RN 677338-4B-6 CAPLUS 

CN 3-Pyridinecarboxamide, N- <9-chloro-2, 3 -dihydroimidazo 11, 2-c] quinazolin- 5- 

yl)- (9CI) (CA INDEX NAME) 



CI 




RN 677338-49-7 CAPLUS 

CN 3-Pyridinecarboxamide. N- (9-chloro-2,3-dihydroimidazo[l,2-c)quinazolin-S- 
yl)-, monohydrochloride (9CI) (CA INDEX NAME) 



10/513699 



CI 




• HCl 

RN 677338-SO-O CAPLUS 

CN lH-Benzimidazole-5-carboxamide. N- (9-chloro-2, 3-dihydroimidazo(l, 2- 
c]quinazolin-5-yl) -, monohydrochloride (9CI) (CA INDEX NAME) 

el 




o 



• HCl 

RN 677338-51-1 CAPLUS 

CN 3-Pyridinccarboxamide. N- ( 9-bromo-2 , 3 -dihydroimidazo II , 2-c) quinazolin- 5- 
yl)- (9CI> (CA INDEX NAME) 



<12/04/2007: 



Erich Leese 



<12/04/2007: 



Erich Leese 



10/513699 



10/513699 



Br 




RN 677338-S2-2 CAPLUS 

CN 3-Pyridinecarboxamide, N- (9 -bromo- 2 , 3 -dihydroimidazo [1 , 2 -c) qu inazolin- 5- 
yl>-. monohydrochloride 19CI) (CA INDEX NAME) 



Br 




I 



. C— 0 



• HC1 

RN 677338-53-3 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N- <9-bromo-2, 3 -dihydroimidazo [l , 2- 
clquinazolin-5-yl>-, monohydrochloride (9CI) (CA INDEX name) 



<i2/04/2007> Erich Leeae 



10/513699 




• HC1 



RN 677338-56-6 CAPLUS 

CN lH-Benzimidazole-S-carboxamide, N- (2, 3 -dihydro-9-roethyl imidazo I 1 , 2- 
' clquinazolin-S-yl> - , monohydrochloride (9CI) (CA INDEX NAME) 




o 



• HC1 

RN 677338-57-7 CAPLUS 

CN 3 -Pyridinecarboxamide, N- (2, 3-dihydro-9-methoxyimidazo II, 2-c] quinazolin-5- 
yl>-. monohydrochloride (9CI) (CA INDEX NAME) 




O 



• HC1 

RN 677338-54-4 CAPLUS 

CN 3-Pyridinecarboxamide, N- <2 , 3 -dihydro- 9-methylimidazo [1 , 2-c)quina*olin-5- 

yl)- (9CI) (CA INDEX NAME) 



Me 




RN 677338-55-5 CAPLUS 

cn 3-Pyridinecarboxamide. N- (2 , 3 -dihydro- 9-methylimidazo tl , 2-c)quinazolin-5- 
yl)-. monohydrochloride <9CI) (ca INDEX NAME) 



<12/04/20O7> Erich Leese 



10/513699 




• HC1 



RN 677338-5B-8 CAPLUS 

CN 1H- Benz imidazole- 5 -carboxamide. N- (2,3-dihydro-9-methoxyimidazoll,2- 
c)quinazolin-S-yl) -. monohydrochloride (9CI) (CA INDEX NAME) 




0 



• KC1 

RN 67 73 38-59-9* CAPLUS 

CN 3-Pyridinecarboxamide, N- (9-ethenyl- 2 , 3 -dihydroimidazo tl , 2-c) quinazolin-5- 
yl)- (9CI) (CA INDEX NAME) / 



<12/04/2007: 



Erich Leese 



<12/04/2007> 



Erich Leeae 



10/513699 




NH 
I 

C=0 



RN 677338-60-2 CAPLUS 

CN 3 -Pyridinecarboxamide, N- <9 -ethenyl- 2 , 3-dihydroimidazo 1 1 , 2-c] quinazolin-5- 
yl>-, monohydrochloride (9CI) (CA INDEX NAME) 




NH 

I 

c=o 



10/S13699 




• HC1 



RN 677338-62-4 CAPLUS 

CN 3 -Pyridinecarboxamide. N- Uo-chloro-2, 3-dihydroimidazof l, 2-cJ quinatolin-5- 
yl)-, monohydrochloride (9CI) (CA INDEX NAME) 




677338-61-3 CAPLUS RN 677338-63-5 CAPLUS 

3 -Pyridinecarboxamide, N- (9- <2-furanyl >- 2 . 3 -dihydroimidazo ll , 2- CN 3 -Pyridinecarboxamide , N- <7- f luoro-2 . 3 -dihydroimidazo (1 . 2 -c) quinazolin- 5- 

c]quinazolin-5-ylJ -, monohydrochloride (9CI) (CA INDEX NAME) yl)- (9CI) (CA INDEX NAME) 



<12/04/2007> Erich Leeoe <12/04/2007> Erich Leese 



10/513699 




RN 677338-64-6 CAPLUS 

CN 3 -Pyridinecarboxamide, N- (7- f luoro-2 , 3 -dihydroimidazo U , 2-cl quinazolin- 5- 
yl>-, monohydrochloride (9CI) (CA INDEX NAME) 




• HCl 

RN 677338-65-7 CAPLUS 

CN lH-Benzimida2ole-S-carboxamide, N- <7-£ luoro-2, 3 -dihydroimidazo (1, 2- 
c)quinazolin-5-yl> - (9CI) (CA INDEX NAME) 



10/513699 




o 



RN 67733B-66-8 CAPLUS 

CN iH,-Benzimidazole-5-carboxamide, N- (7-f luoro-2, 3-dihydroimidarotl. 2- 
c] quinazolin- 5-yl) monohydrochloride (9CI) (CA INDEX NAME) 




O 



• HCl 

RN 677338-67-9 CAPLUS 

CN 3 -Pyridinecarboxamide, N- (7-chloro-2,3-dihydroimidazo(l,2-clquinazolin-S- 
yl)-, monohydrochloride (9CI) (CA INDEX NAME) 



<12/04/2007> 



Erich Leese 



<12/04/2007> 



Erich Leese 



NH 

I 

A 




RN 677338-68-0 CAPLUS 

CN 3-Pyridinecarboxamide, 6- (acetylamino) -N- (7-chloro-2,3-dihydroimidazoEl,2- 
C)quinazolin-S-yl) - (9CI) (CA INDEX NAME) 



N^N 



RN 677338-70-4 CAPLUS 

CN lH-Benz imidazole- 5- carboxamide, N- (7-chloro-2, 3-dihydroiraldazo [1. 2- 
cJquinazolin-5-yl) -. monohydrochloride (9d) (CA INDEX NAME) 



(1 



T 



; _i^J N 



RN 677338-69-1 CAPLUS 

CN 3-Pyridinecarboxamide, 6- (acetylamino) -N- (7-chloro-2, 3 -dihydroimidazoll, 2- 
c]quinazolin-5-yl) monohydrochloride (9CI) (CA INDEX NAME) 



RN 677338-71-5 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2 , 3 -dihydro- 7 -methyl imidazo [ 1 , 2-cl quinazolin-! 
yl)- (9CI) (CA INDEX NAME) 



RN 677338-72-6 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2 , 3 -dihydro-7 -methyl imidazo 11, 2-c) quinazolin-5- 
yl>- ( monohydrochloride (9CI) (CA INDEX NAME) 



I N 



N^N 



RN 677338-74 - B CAPLUS 

CN IH-Benzimidazole-S-carboxamide, N- ( 2 , 3 -dihydro* 7 -methyl imidazo [ 1 , 2 - 
c)quinazolin-5-yl) -. monohydrochloride (SCI) (CA INDEX NAME) 



rrn 



C~( 



RN 677338-73-7 CAPLUS 

CN lH-Benzimidazole-5-carboxamide. N- (2, 3 -dihydro- 7-methylimidazo El. 2- 
clquinazolin-S-yl) - (9CI) (CA INDEX NAME) 



RN 67733B-75-9 CAPLUS 

CN 3-Pyridinecarboxamide, N- 12 , 3-dihydro-7- (tri fluoromethyl ) imidazo (1 , 3- 
c]quinazolin-5-yl) monohydrochloride (9CI) (CA INDEX NAME) 



<12/04/2007> 



Erich Leese 



Erich Leese 



r 



L N ^N 



RN 677338-76-0 CAPLOS 

CN lH-Benzimidazole-5-carboxamide, N- (2, 3-dihydro-7- 

<tri£luoromethyl)imidazoU.2-c)quinazolin-S-yl] - (9CI) (CA INDEX NAME) 



[Yt 

I H^N 



RN 677336-78-2 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2 , 3-dihydro-7-methoxyimidazo (1, 2-cJ quinazolin-S- 
yl)- (9CI) (CA INDEX NAME) 



CI" 



N^,N 

r 

C— 0 



RN 677338-77-1 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N- 12, 3 -dihydro-7- 

(trifluoromethyl) imidazo [1, 2-clquinazolin-5-yl] -, monohydrochloride (9CI) 

(CA INDEX NAME) 



RN 67733 S-79-3 CAPLUS 

CN 3-Pyridinecarboxamide. N- <2, 3-dihydro-7-methoxyimidazoll. 2 -c] quinazolin- 5- 
yl)-, monohydrochloride (SCI) (CA INDEX NAME) 



Erich Leese 



r 



RN 677338-80-6 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2 , 3 -dihydro-7-methoxyimidazo tl , 2-c) quinazolin- 5- 
yl) -2-methyl- (9CI) (CA INDEX NAME) 



RN 677338-82-8 CAPLUS 

CN 3-Pyridinecarboxamide, 2-chloro-N- U,3-dihydro-7-methoxyimidazoU, 2- 
c]quinazolin-5-yl)- (9CI) (CA INDEX NAME) 



rv 

L — 



C= ( 



RN 677338-81-7 CAPLUS 

CN 3 -Pyridinecarboxamide, N- (2, 3 -dihydro- 7- met hoxy imidazo (1 , 2-c) quinazolin- 5- 
yl) -2-methyl-, monohydrochloride (9CI) (CA INDEX NAME) 



RN 677338-83-9 CAPLUS 

CN 3-Pyridinecarboxamide, 2-chloro-N- (2. 3-dihydro-7-meth.oxyimidazof 1, 2- 
c]quinazolin-5-yl>-, monohydrochloride (9CI) (CA INDEX NAME) 



<12/04/2007> 



<12/04/2007> 



10/513699 



10/513699 



cy 

1 — N. 



MH 

! . 



CI 



NH 

I 



RN 677338-84-0 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3 -dihydro- 7-methoxyimidazo (1. 2-c] quinazolin-5- 
yl) -4 -methyl-, monohydrochlor ide <9CI> (CA INDEX NAME) 



1 



C— O 



RN 6773 38-86-2 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3-dihydro-7-methoxyimidazo(l, 2-c)quinazolin-5- 
yl)- 5- hydroxy-, monohydrochlor ide (9C1) (CA INDEX NAME) 



p 



RN 677338-85-1 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3 -dihydro- 7-methoxyimidazo I 1 . 2-c] guinazolin-5- 
yl) -4- (trifluoromethyl) - (9CI) <CA INDEX NAME) 



RN 67733 8-87-3 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-N- (2 , 3-dihydro-7-methoxyimidazo(l , 2- 
c]quinazolin-5-yl> -. monohydrochlor ide (9CI) (CA INDEX NAME) 



<12/04/2007> 



Erich Leese 



Erich Leese 



10/513699 




RN 677338-88-4 CAPLUS 

CN lH-Benzimidazole-5-carbOxamide, N- (2, 3-dihydro-7-methoxyimidazo [1. 2- 
c)quinazolin-5-yl) - (9CI) (CA INDEX NAME) 




RN 677338-89-5 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N- (2, 3 -dihydro- 7-methoxyimidazo 1 1 , 2- 
c1quinazolin-5-yl> -. monohydrochlor ide (9CI) (CA INDEX NAME) 



cy 

I N 



C^^ NH 



RN 677338-90-8 CAPLUS 

CN 1, B-Naphthyridine-3-carboxamidc, N- (2 , 3 -dihydro- 7-methoxyimidazo ( 1 , 2 - 
c]qiiimizolin-S-yl)-2-methyl- (9CI) (CA INDEX NAME) 



HH 

I 



RN 677338-91-9 CAPLUS 

CN l,8-Naphthyridine-3-carboxamide, N- (2. 3-dihydro-7-methoxyimidazo(l. 2- 
c]quinazolin-5-yl)-2-methyl-, monohydrochlor ide (9CI) (CA INDEX NAME) 



<12/O4/2O07> 



<12/04/2O07> 



Erich Leese 



V 



' N ^ N 

NH 

o=c— f^T^?^ 



N^N 
NH 



RN 67733 8-92-0 CAPLUS 

CN 1, 8-Naphthyridine-3-carboxamide. N- (2, 3-dihydro-7-methoxyimidazo (1. 2- 
c]quinazolin-S-yl)-2-(trifluoromethyl>- <9CI> (CA INDEX NAME) 



RN 6173 38 -94- 2 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3-dlhydroimidazoIl, 2-c] quinazolin-S-yl) - 
raono(trifluoroacetate) (9CI) (CA INDEX NAME) 



0~C— >f ^ 



F3C N N 
RN 67733 8-93-1 CAPLUS 

CN 1, 8-Naphchyridine-3-carboxamide, N- <2 , 3 -dihydro- 7 -methoxyimidazo ( 1 , 2- 
c]quinazolin-5-yl) -2- (trif luoromethyl ) - , monohydrochloride ' (9CI) (CA 
INDEX NAME) 



CRN 677337-57-4 
CMF C16 H13 N5 O 



r 

c=c 



<12/04/2007> 



Erich Leese 



*12/04/20O7> 



RN 677338-95-3 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3-dihydroimidazotl, 2-clquinazolin-5-yl) -2- 
raethyl- (9CI) (CA INDEX NAME) 



cy9 

' N. ^. N 



r9 



NH 
I 

C=( 

VS 



RN 67733 8-98-6 CAPLUS 

CN 3-Pyridinecarboxamide, 2-chloro-N- (2 , 3 -di hydroimi da ro ( 1 , 2 -c) qu inazol i n- 5 - 
yl)- (9CI) (CA INDEX NAME) 



RN 6773 3 8-96-4 CAPLUS , 

CN 3-Pyridinecarboxamide, N- (2 , 3 -dihydroimidazo [1 , 2 -c) quinazolin-S-yl ) -2- 
methyl-, monohydrochloride (9CI) <CA INDEX NAME) 



8 

N^N 



I 



Z—0 
N^J 



C 



v9 



N^N 

NH 

I 

C— ( 



RN 677338-99-7 CAPLUS 

CN 3-Pyridinecarboxatnide, 2-chloro-N- (2 , 3 -dihydroimidazo II, 2-cJ quinazolin-S- 
yl)-, monohydrochloride (9CI) (CA INDEX NAME) 



• HCl 

RN 6773 3 8-97-5 CAPLUS 

CN 3 -Pyridinecarboxamide, 2-amino-N- <2 . 3 -dihydroimidazo [1 , 2 -c) quinazol in- 5 - 
yl>- (9CI) (CA INDEX NAME) 



<12/04/2007:> 



<12/04/20O7> 



Erich Leese 



10/513699 



10/513699 



ry 

1 N- 



9 



err 

1 — N V^N 



c— < 



c— o 



RN 677339-00-3 CAPLUS 

CM 3-Pyridinecarboxftmide, N- (2 , 3 -dihydroimidazo [1 , 2 -c) quinazolin- 5-yl ) -4- 
methyl- (9CI) (CA INDEX NAME) 



! n 



,-9 

N^N 



RN 677339-02-5 CAPLUS 

CN 3 -Pyridinecarboxamide. N- (2 , 3 -dihydroimidazo U , 2 -cj quinazol in- 5-yl ) - 5 
hydroxy- (9CI) <CA INDEX NAME) 



N^,N 



c=o 



RN 677339-01-4 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2,3 -dihydroimidazo [1 , 2 -c) quinazol in- 5-yl > -4 - 
methyl-, monohydrochloride <9CI> (CA INDEX NAME) 



RN 6773 39-03-6 CAPLUS 

CN 3-Pyridinecarboxamide. N- (2 , 3 -dihydroimidazo [1 , 2-cJ quinazol in- 5-yl ) - 5 
hydroxy-, monohydrochloride (9CI) (CA INDEX NAME) 



Erich Leese 



cy9 

" N^N 

NH 
I 

C — 0 



v9 



I n. 



r 



RN 677339-04-7 CAPLUS 

CN 3 -Pyridinecarboxamide, N- (2, 3 -dihydroimidazo III 2-c] quinazolin-5-yl) -5- 
methoxy- <9CI> (CA INDEX NAME) 



r 

c— c 



RN 67733 9-06-9 CAPLUS 

CN 3-Pyridinecarboxylic acid, 5- 1 [ (2 , a -dihydroimidazo U , 2 -ci quinazol in -S 
yl ) amino) carbonyl ] - (9CI) (CA INDEX NAME) 



c_v9 

I N^N 

r 



RN 677339-05-8 CAPLUS . 

CN 3 -Pyridinecarboxamide, N- (2 , 3-dihydroimidazo [l, 2-c] quinazolin-5-yl) -5- 
methoxy-. monohydrochloride <9CI) (CA INDEX NAME) 



RN 677339-07-0 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3 -dihydroimidazo (1. 2-c] quinazolin- 5-yl) -5 
[ (methylBulfonyl) amino) - (9CI) (CA INDEX NAME) 



<12/04/2007> 



<12/04/2007> 



10/513699 




RN 677339-0B-1 CAP LUS 

CN 3-Pyridinecarboxamide, 5-amino-N- (2, 3-dihydroimidazoU, 2-c) quinazolin-5- 

yl)- (9CI) (CA INDEX NAME) 




NH 

I 



C= 0 



RN 677339-09-2 CAP LUS 

CN 3-Pyridinecarboxamide, 5-amino-N- (2 , 3 -dihydroimidazo (1 , 2-c] quinazolin- 5- 
yl>-. mono(trifluoroacetaee) (9CI) (CA INDEX NAME) 

CM 1 

CRN 677339-08-1 
CMF C16 H14 N6 0 



<i2/04/2007> • • Erich Leese 



10/513699 




Me 



RN 677339.-12-7 CAP LUS 

CN 3-Pyridinecarboxamide, N- (2, 3 -dihydroimidazo [1, 2-c] quinazol in- 5-yl) -6- 
roethyl-. monohydrochloride, (9CI) (CA INDEX name) 




• HCl 



RN 677339-13-8 CAPLUS 

CN 3-Pyridinecarboxamide. 6-amino-N- ( 2 , 3 -di hydroimidazo 1 1 , 2 -c] quinazol in- 5- 
yl)- (9CI) (CA INDEX NAME) 



10/513699 




CM 2 

CRN 76-05-1 
CMP C2 H F3 02 



F 

I 

F-C-C0 2 H 



RN 677339-10-5 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2,3-dihydroiraidaxoll,2-c]qulnarolin-S-yl> -S- 
[[(dimethylamino) methylene] amino}- (9CI) (CA INDEX NAME) 




RN 677339-11-6 CAPLUS 

CN 3-Pyridinecarboxamide , N- ( 2 , 3 - di hydroimidazo [ 1 . 2 - c) quinazol in- 5 -yl ) -6- 
methyl- (9CI) (CA INDEX NAME) 



<i2/04/2007> Erich Leese 



10/513699 




NH 2 



RN 677339-14-9 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-N- (2, 3 -dihydroimidazo 1 1 , 2-c] quinazol in- 5- 
yl)-, monohydrochloride (9CI) (CA index NAMB) 




• HCl 



RN 677339-15-0 CAPLUS 

CN 3-Pyridinecarboxamide, 6- (acetylomino) -N- (2 , 3 -dihydroimidazo {1 , 2 - 

c] quinazol in-5-yl ) - (9CI) (CA INDEX NAMB) 



12/04/2007: 



Erich Leese 



<12/04/2007> 



Erich Leese 



10/513699 



10/513699 



C 



v9 



N^N 




RN 677339-X6-1 CAPLUS 

CN 3-Pyridinecarboxamide, 6- <acetylami.no) -N- (2 , 3 -dihydroimidazo U , 2 - 
c]quinazolin-5-yl) monohydrochloride (9CI> (ca INDEX NAME) 



RN 677339-18-3 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3 -dihydroimidazo U. 2 -c)quinazol in- 5-yl) -6- 
(methylamino) -, monohydrochloride (9CI) (CA INDEX NAME) 



v9 



r 



(2 



r 



RN 677339-17-2 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3 -dihydroimidazo [1, 2 -cjquinazolin- 5-yl) -6- 
(methylamino) - (9CI) "(CA INDEX NAME) 



RN 677339-19-4 CAPLUS 

CN 3-Pyridinecarboxamide, «-chloro-N- (2. 3 -dihydroimidazo I 1 , 2-c) quinazolin-S- 
yl>-, monohydrochloride (9CI) (ca INDEX NAME) 



<12/04/2007> 



I „ „ 



RN 677339-20-7 CAPLUS 

CN 3-Pyridinecarboxamide, 2-chloio-N- (2,3-dihydroimidazo[l,2-c]quinazolin-5- 
yl) -6 -methyl-, monohydrochloride (9CI) (CA INDEX NAME) . 



(_TT 

1 N_^N 



RN 677339-22-9 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-2-chloro-N- (2, 3-dihydroimidazoIl. 2- 
c]quinazolin-S-yl)-, monohydrochloride (9CI) (CA INDEX NAME) 



(2 



r9 



I 

c— o 



T 



RN 677339-21-8 CAPLUS 

CN , 3-Pyridinecarboxamide, 6-amino-2-chloro-N- (2 . 3 -dihydroimidazo |1. 2- 
cJquinazolin-S-yl) - (9CI) (CA INDEX NAME) 



RN 67733 9-23-0 CAPLUS • 

CN 3-Pyridinecarboxamide, 6-amino-N- (2, 3 -dihydroimidazo [1 . 2 -c) quinnzol in- 5- 
yi)-S-methyl- <9CI> (CA INDEX NAME) 



<12/04/2007» 



Erich Leese 



<12/04/2007> 



Erich Leeoe 



10/513699 



10/513699 





RN 677339-24-1 CAPLUS 

CN 3-Pyridinecarboxamide, 6-amino-N- (2 , 3-dihydroimidazo (l ( 2-c) quinazolin-S- 
yl) -5-methyl-, monohydrochloride (9CI) (CA INDEX NAME) 



1 N 



RN 677339-27-4 CAPLUS 

CN Benzamide, 3-amino-N- (2, 3 -dihydroimidazo 11 . 2-c] quinazol in-5-yl ) - 
mono(trifluoroacetate) (9Ci> (CA INDEX NAME) 



RN 677339-25-2 CAPLUS 

CN 3-Pyridinecarboxnmide, 6-amino-N- (2, 3 -di hydroimidazo I 1 , 2-c] quinazoIin-5- 
yl ) -4 , 5-dimethyl- , monohydrochloride (9CI) (CA INDEX NAME) 



C=( 



CRN 76-05-1 
CMF C2 H F3 02 



RN 677339-29-6 CAPLUS 

CN Benzamide, 4-amino-N- (2. 3-dihydroimidazo [1, 2-c) quinazolin-5-yl) - 
mono(trifluoroacetate) (SCI) (CA INDEX NAME) 



I N^N 

NH 

to 



1 -H^.N 



RN 677339-31-0 CAPLUS 

CN lH-Indole-4-carboxamide, N- (2 , 3 -dihydroimidazo [1 , 2 -cjquinazol in- S-yl ) • 
monohydrochloride (9CI) (CA INDEX NAME) 



u5 



-C-C02H 



RN 677339-30-9 CAPLUS 

CN lH-Denzimidazole-5-carbOxamide, N- (2 , 3 -dihydroimidazo (1 , 2-c] quinazolin-5- 
yl)-l-methyl-, monohydrochloride (9CI) (CA INDEX NAME) 



RN 677339-32-1 CAPLUS 

CN imidazoll. 2-a] pyridine-3 -carboxamide , N- (2 . 3-dihydroimidazo |l . 2- 
clquinazolin-S-yl) -2-roethyl- (9CI) (CA INDEX NAME) 



<12/04/2007> 



Erich Leese 



<12/04/2007> 



Erich Leese 



C2 



N^N 



c — o 



RN 677339-3 3-2 CAPLUS 

CN Imidazole 2 -a J pyr i dine- 3 -carboxamide , N- <2 , 3 -dihydroimidazo [1 , 2- 

c}quinazolin-5-yl) -2-methyl-, monohydrochloride (9CI) (CA INDEX NAME} 



cy9 

1 — »Y N 



CI 



Nil 



RN 677339-35-4 CAPLUS 

CN lH-Imidazo [4 , 5 - b] pyr i di ne - S - carboxnmide , N- I 2 , 3 -di hydroimida zo 1 1 , 2 - 
clquinazolln-5-yl>-, monohydrochloride (9CI) (CA INDEX NAME) 



v9 



RN 677339-36-5 CAPLUS 

CN l, B-Naphthyridine-3-carboxamide, N- (2, 3 -dihydroimidazo [1. 2-c)quinazolin-S- 
yi) -2 -methyl- (SCI) (CA INDEX NAME) 



RN 677339-34-3 CAPLUS 

CN . lH-Imidazo|4. S - b] pyridine- 5-carboxamide , N- (2,3- dihydroimidazo 1 1 • 2 - 
c1quinazolin-5-yl>- (9CI) (CA INDEX NAME) 



CI 



NH 

Me N 
RN 677339-37-6 CAPLUS 



<12/04/2007> 



Erich Lcese 



10/513699 

CN 1, 8 -Nnphchyridine- 3 -carboxamide, N- 1 2 , 3 -dihydroimidazo [1 , 2 -c) quinazolin- 5- 
yl)-2-menhyl-, monohydrochloride (9CI) (CA INDEX NAME) 



r9 



o— c — 



Cj 

I fj. 



RN 677339-40-1 CAPLUS 

CN 2-Thiophenecarboxaraide, N- (2, 3-dihydroimidazo [1 , 2-c)quinazolin-5-yl) - 
(9CI) (CA INDEX NAME) 



RN 677339-38-7 CAPLUS 

CN i, 8 -Naphthyridine- 3 -carboxamide, N- (2 , 3 -dihydroimidazo [l, 2-c}quinazolin-5- 
yl> -2- (trifluoromethyl) monohydrochloride (9CI) (CA INDEX NAME) 



RN 677339-39-8 CAPLUS 

CN 1, 8-Naphthyridine-2-carboxamide, N- (2, 3 -dihydroimidazo 1 1, 2- c] quinazolin- 5- 

yl)- (SCI) (CA INDEX NAME) 



r 

C— i 

6 



RN 6773 39-41-2 CAPLUS 

CN 2-Thiophenecarboxamide, N- (2, 3 -dihydroimidazo [1 , 2-c)qulnazolin-5-yl) - 
monohydrochloride (SCI) (CA INDEX NAME) 



HH 
I 

■6 



<12/04/2007> 



Erich Leeae 



RN 677339-42-3 CAPLUS 

CN 2-Thiophenecarboxamide, 3-chloro-N- {2, 3 -dihydroimidazo [1 , 2-cl quinazolin- 5- 
yl>- (9CI) <CA INDEX NAME) 



I M 



N^N 

NH 

I 

6r" 



CI 



r9 



p 

c=o 



RN 677339-43-4 CAPLUS 

CN 2-Thiophenecarboxamide. 3-chloro-N- (2 , 3 -dihydroimidazo [1 . 2 -cl quinazolin- 5- 
yl)-, monohydrochloride (9CI) <CA INDEX NAME) 



RN 677339-4 5-6 CAPLUS 

CN 3 -Thicphenecarboxamide , N- (3, 3 -dihydroimidazo [1 . 2 - c) quinazol in-S-yl ) - 
(9CI> (CA INDEX NAME) 



6 



RN 677339-44-5 CAPLUS 

CN 2-Thiophenecarboxamide, N- (2 ,3 -dihydroimidazo [1, 2-cl quinazol in- 5-yl) -3- 
methyl-. monohydrochloride (9CI) (CA INDEX NAME) 



<12/04/2007> 



10/513699 



RN 677339-46-7 CAPLUS 

cn 3-Thiophenecarboxamide, N- (2, 3 -dihydroimidazo 11. 2-c)quinazolin-5-yl) - 
monohydrochloride (9CI) (CA INDEX NAME) 



L M 



N^N 



C— 

6 



O— N 



RN 677339-47-8 CAPLUS 

CN 3-Furancarboxamide, N- (2 , 3 -dihydroimidazo ( 1 , 2-c] quinazolin- 5 -yl ) - (9CI) 
(CA INDEX NAME) 



RN 67733 9-49-0 CAPLUS 

CN 4-Isoxazolecarboxamide, N- (2, 3 -dihydroimidazo U , 2-c) quinazolin- 5-yl ) -3 , 5- 
dimethyl-, monohydrochloride (9CI) (CA INDEX NAME) 



N^N 



C= 

6 



RN 677339-48-9 CAPLUS 

CN 4-Isoxazolecarboxamide, N- 12. 3 -dihydroimidazo (1, 2-c] quinazol in-S-yl ) -3- 
methyl-, monohydrochloride (9CD (CA index name) 



RN 6773 3 9-50-3 CAPLUS 

CN 2-Thiazolecarboxamide, N- (2, 3 -dihydroimidazo [1 , 2-cJquinazolin-S-yl> - 
monohydrochloride (9CD (ca index name) 



<12/04/20O7> 



<12/04/2007> 



1 

r 

X 



■9 



S N 

w 



a 



P 



C=0 



RN 677339-51-4 CAPLUS 

CN 5-Thiazolecarboxamide, N- (2. 3-dihydroimidazoU. 2-c)quinazolin-5-yl> -2.4- 
dimethyl- (9CI) (CA INDEX NAME) 



RtJ 677339-53-6 CAPLUS 

CN lH-Pyrazole-S-carboxamide. N- (2, 3-dihydroimidazo ll. 2-c)quinazolin-5-yl) -1- 
ethyl- 3 -methyl- (9CI) (CA INDEX NAME) 



N^N 



v9 



RN 677339-52-5 CAPLUS 

CN 5-Thiazolecarboxamide. N- {2 , 3 -dihydroimidazo [1 , 2-c) quinazol in- 5-yl ) -2,4- 
dimethyl-, monohydrochloride (9CI) (CA INDEX NAME) 



C=0 



RN 6773 39-54-7 CAPLUS 

CN lH-Pyrazole-5-carboxamide. N- <2. 3-dihydroiraidazo(l, 2-c)quinazolin-5-yl) -1- 
ethyl-3-methyl-, monohydrochloride (9CI> (CA INDEX NAME) 



<12/04/2007> 



I M 



N^>N 



v9 



*=N 



RN 677339-55-8 CAPLUS 

CN lH-lmidazole-4-cnrboxaraide, N- ( 2 , 3 -dihydroimidazo (1 , 2 -c) quinazolin- 5-yl) - 
(9CI) (CA INDEX NAME) 



RN 677339-57-0 CAPLUS 

CN 3-pyridinecarboxamide, N- (2, 3-dihydro-B-hydroxyimidazo [1, 2-c) quinazol in- 5- 
yl)-, monohydrochloride (9CI) (CA INDEX NAME) 



a 



C2 



N^N 

NH 
I 



RN 6773 39-56-9 CAPLUS 

CN lH-Imidazole-4 -carboxamide, N- (2. 3 -dihydroimidazo 11 , 2-c] quinazolin- 5-yl ) - 
monohydrochloride (9CI) (CA INDEX NAME) 



RN 6773 3 9- SB -1 CAPLUS 

CN 3-pyridinecarboxamide, N- [2 . 3 -dihydro- B- 12- UH-pyrrol - 1- 

yllethoxy] iraidazofl. 2 -cl quinazolin-S-yll -. monohydrochloride (9CI) (CA 
INDEX NAME) 



Erich Leese 



Erich Leese 



(1 



"^j— O-CH2-CH2 N ^) 



T 

NH 

I 

c— < 



O-CH 2 -CH2-0H 



1 — y 



RN 677339-59-2 CAPLUS 

CN 3-Pyridinecarboxamide, N- [2 , 3 -dihydro- B - (2-hydroxyethoxy) imidazo 1 1 , 2 - 
c]quinazolin-5-ylJ - <9CI> (CA INDEX NAME) 



RN 677339-61-6 CAPLUS 

CN 3-Pyridinecarboxamide, N- [2, 3 -dihydro-a- (3-hydroxypropoxy) iraidazo(l,2- 
C]quinazolin-5-yl] - (9CI) (CA INDEX NAME) 




O- CH2-CH2-OH 



RN 677339-60-5 CAPLUS 

CN 3-Pyridinecarboxamide, N- 1 2 , 3 -dihydro- 8- (2-hydroxyethoxy) imidazo [1,2 - 
c)quinazolin-5-ylj -, monohydrochloride (9CI) (CA INDEX NAME) 



CI 



O- (CH 2 )3-OH 



N^N 

NH 

I 

C=( 



RN 677339-62-7 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2 , 3 -dihydro-8 - (3-hydroxypropoxy) imidazo 1 1 , 3 - 
c]quinazolin-5-yl)-. monohydrochloride (9CI) (CA INDEX NAME) 



<12/04/2007> 



<12/04/2007> 



r 

6 



O- <CH 2 )3*-OH 



O- CH 2 - CH 2 ~ O- CH2- CH 2 ~ OH 



r 

C=( 

c3 



RN 6773 39- 63 - B CAPLOS 

CN 3-Pyridinecarboxamide, N- (2, 3 -dihydro-8- (2- (2- 

hydroxyethoxy)ethoxy] imidasod, 2-c)quinazolin-5-yl) - (9CI) (CA INDEX 



RN 67733 9-65-0 CAPLUS 

CN 3-Pyridinecarboxamide. N- (2,3 -dihydro- 6- I (3 -hydroxy- 2 • 

propynyl) oxyl imidazo [1. 2-c] quinazolin-5-yl) - , monohydrochloride (9CI) (CA 
INDEX NAME) 




O- CH2~ CH2" O- CH2~ CH2~ OH 



O- CH2~C=C- OH 



r 



RN 677339-64-9 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3 -dihydro-8- [2- (2- 

hydroxyethoxy) ethoxy] imidazo[l, 2-c)quinazolin-5-yl] -, monohydrochloride 
(9CI) (CA INDEX NAME) 



RN 677339-66-1 CAPLUS 

CN 3-Pyridinecarboxamide, N- [2 , 3 -dihydro- 8- I < 2 -oxo- 5- 

oxazolidinyDmethoxy) imidazole 2-c)quinazolin-5-yl) - (9CI) (CA INDEX 

NAME) 



Erich Leese 



<12/04/2007> 



10/513699 




P 

c=o 

RN 6773 39-67-2 CAPLUS 

CN 3-Pyridinecarboxamide, N- {2 , 3 -dihydro- 8- 12 - (4 - 

morpholinyDethoxy] itnidazo 1 1 , 2 -cl quinazolin- 5-yl] monohydrochloride 
(9CI) (CA INDEX NAME) 




• HC1 



RN 677339-6B-3 CAPLUS 

CN 3-Pyridinecarboxamide, N- t8- <2-amino-2*oxoethoxy) -2 , 3 -dihydrolmidazo II , 2- 
c]quinazolin-S-yl] - (9CI) (CA INDEX NAME) 



10/513699 

If 




O- CH2-C-NH 2 



c=o 

RN 67733 9-69-4 CAPLUS 

CN 3-Pyridinecarboxamide, N- {2 , 3-dihydro-8- [2- (4-morpholinyl) -2- 

oxoethoxy) imidazole 2-clquinazolin-5-yl| - (9CI) (CA INDEX NAME) 




Nil 



RN 677339-70-7 CAPLUS 

CN 3-Pyridinecarboxamide, N- [2, 3-dihydro-8- (2- <4-roorpholinyl) -2- 

oxoethoxy)imidazo(l. 2-cJquinazolin-5-yl) -. monohydrochloride (9CI) ICA 
INDEX NAME) 



<12/04/2007> 



10/513699 




• HC1 



RN 6773 39-7 1-8 CAPLUS 

CN 3-Pyridinecarboxamide, N- IB - [3- < 1 , 3 -dihydro- 1 , 3 -dioxo- 2H-isoindol -2 - 

yDpropoxy] - 2, 3 -dihydroitnidazo [1 , 2 -c) quinazolin- S-yl J - , monohydrochloride 
(9CI) (CA INDEX NAME) 




• HC1 



RN 677339-72-9 CAPLUS 

CN 3-Pyridinecarboxamide. N- ( 2 , 3 -dihydro-9-hydroxyimidazo [1 , 2-c) quinazolin -5- 
yl)- (9CI) (CA INDEX NAME) 



10/513699 



OH 




RN 677339-73-0 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3-dihydro-9-hydroxyimidazoll. 3-c)quinazolin-5- 
yl)-, monohydrochloride <9CI) (CA INDEX NAME) 



OH 




• HC1 



RN 677339-74-1 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N- (2 , 3 -dihydro- 9- hydroxy imida so |1, 2- 
clquinazolin-5-yl) - • (9CI) <ca INDEX NAME) 



<12/04/2007> Erich Leese <12/04/2007> 



10/513699 



OH 




o 



RN 677339-75-2 CAPLUS 

CN 3-Pyridinecarboxamide, N- (9- (cyanomethoxy) -2 , 3 -dihydroimidazo [1, 2- 
c)quinazolin-S-yl| - (9CI) (CA INDEX NAME) 



NC- CH2-0 




RN 677339-76-3 CAPLUS 

CN Benzamide. N- (2 , 3 -dihydroimidazo [1 , 2 -c) quinazol in- 5-yl > - (9CI) (CA INDEX 




Ph-C-NH 
II 
O 



RN 677339-77-4 CAPLUS 

CN Benzamide, N- (2. 3 -dihydroimidazo [1, 2-cJ quinazolin-S-yl) - , 



<12/04/2007> Erich Leeae 



10/513699 



CM 1 

CRN 677339-78-5 
CMP CIS H16 N4 0 




CM 2 

CRN 76-05-1 
CMP" C2 H F3 02 



F 

I 

F- C-C0 2 H 



RN 677339-80-9 CAPLUS 

CN Benzamide. N- (2, 3 -dihydroimidazo [1 , 2-cl quinazol in -5-yl) -4 -methyl- (9CI) 
(CA INDEX NAME) 



10/513699 

mono(trifluoroacetate) (9CI) (CA INDEX NAME) 
CM 1 

CRN 677339-76-3 
CMP C17 H14 N4 O 




0 



CM 2 

CRN 76-05-1 
CMP C2 H P3 02 



F 
I 

F-C- CO2H 
P 



RN 677339-78-5 CAPLUS 

CN Benzamide, N- (2 , 3 -dihydroimidazo {1 , 2-c) quinazolin-S-yl) -3-methyl- (9CI) 
(CA INDEX NAME) 




RN 677339-79-6 CAPLUS 

CN Benzamide, N- (2, 3 -dihydroimidazo (1, 2-c]quinazolin-5-yl> -3-methyl- , 
roono(trifluoroacetate) <9CI> (CA index name) 



<12/04/2007> Erich Lecoe 



10/513699 




RN 677339-81-0 CAPLUS 

CN Benzamide, N- (2, 3-dihydroimidazo(l,2-c)quinazolin-5-yl> -3, 5-dimethyl- 
(9CI) (CA INDEX NAME) 




RN 677339-82-1 CAPLUS 

CN Benzamide, N- (2 , 3 -dihydroimidazo [1. 2-c) quinazolin-5-yl) -4 -methoxy-3 . S- 
dimethyl- (9CI) (CA INDEX NAME) 



<12/04/20O7: 



Erich Lecse 



<12/04/2007: 



Erich Leese 



10/513699 




RN 677339-83-2 CAPLUS 

CN Benzamide, N- (2 , 3-dihydroimidazo tl , 2-c]quinazolin-5-yl) -4 -methoxy-3 , 5- 
dimethyl-, monohydrochlor ide <9CI> {CA INDEX NAME) 




OMe 



• HC1 



RN 67733 9-84-3 CAPLUS 

CN Benzamide, N- (2 , 3-dihydroimidazo [1, 2-c] quinazol in- 5-yl) -3 , 5-dimethyl-4- 
nitro- (9CI) (CA INDEX NAME) 



10/513699 




NO 2 



RN 677339-85-4 CAPLUS 

CN Benzamide, N- (2. 3 -dihydroimidazo U. 2 -cl quinazolin- 5-yl ) -3 , 5-dlmethyl-4- 
nitro-, monohydrochloride (9CI) (CA INDEX NAME) ■ 




N0 2 



• HC1 



RN 677339-86-5 CAPLUS 

CN Benzamide, N- (2 , 3 -dihydroimidazo (1 , 2 -cj quinazolin- 5-yl ) -2- fluoro- (9CI) 
(CA INDEX NAME) 



Erich Leese 



10/513699 




RN 677339-87-6 CAPLUS 

CN Benzamide, N- ( 2 , 3 -dihydroimidazo [ 1 , 2 -c) quinazolin- 5-yl ) -4 - fluoro- (9CI) 
(CA INDEX NAME) 




RN 677339-89-8 CAPLUS 

CN Benzamide, 2-chloro-N- (2 . 3 -dihydroimidazo (1 , 2-c] quinazol in- S -yl ) - . 
mono(trifluoroacetate) (9CD <CA INDEX name) 

CM 1 

CRN 677339-88-7 

CMP C17 H13 Cl N4 O 



' 10/513699 




CM 2 

CRN 76-05-1 
CMF C2 H P3 02 



F 

' I 

F-C-CO2H 
F 



RN 67733 9-90-1 CAPLUS 

CN Benzamide. 3 -chloro-N- (2 , 3-dihydroimldazoll, 2-c] quinazolin-5-yl) - (9CI) 
(CA INDEX NAME) 




NH 
I 



C=0 

j6 



RN 677339-91-2 CAPLUS 

CN Benzamide, 3-chloro-N- (2, 3 -dihydroimidazo [1, 2-c)quinazolin-5-yl) - , 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 



Erich Leese <12/04/2007> 



10/513699 



10/513699 



CRN 677339-90-1 

CMF C17 H13 CI N4 0 



RN 67733 9-93-4 CAPLUS 

CN Benzamide, 4-chloro-N- (2 , 3-dihydroimidazo 1 1, 2-cl quinazol in- 5-yl > - 
mono(trifluoroacetate) (9C1) (CA INDEX NAME) 



c v9 

— M ^> N 

NH 

I 



N^.N 



C={ 



c=c 



RN 677339-92-3 CAPLUS 

CN Benzamide, 4-chloro-N- (2 , 3 -dihydroimidazo [l , 2-c) quinazolin-5-yl) - (9CI) 
<CA INDEX NAME) 



en 

i — y« 



F~ C~ C0 3 H 



RN 6773 39-94-5 CAPLUS 

CN Benzamide. 3 , 5-dichloro-N- (2, 3-dihydroimidazo |l, 2-clquinaiolin-s-yl) - 
(9CI) (CA INDEX NAME) 



I N 



3 



RN 677339-97-8 CAPLUS 

CN Benzamide, N- (2 , 3 -dihydroimidazo I i, 2-c) quinazol in- S-yl) -3 -methoxy- . 
mono(trifluoroacetate) (9CD (CA INDEX NAME) 



C=0 

XX 



RN 677339-95-6 CAPLUS 

CN Benzamide, N- ( 2 , 3-dihydroimidazo [1 , 2 -c) quinazol in- 5-yl ) -2-nethoxy- 
(CA INDEX NAME) 



1 N^N 



v9 



LJ 

i N 



NH 

C=< 



RN 677339-96-7 CAPLUS 

CN Benzamide, N- (2 , 3-dihydroimidazo [l, 2-c} quinazolin- 5-yl ) -3 -methoxy - 

(CA INDEX NAME) 



RN 67733 9-98-9 CAPLUS 

CN Benzamide, N- (2, 3 -dihydroimidazo [ 1 , 2-c} quinazol in -5-yl) -4 -methoxy- (9CI) 
(CA INDEX NAME) 



10/513699 



10/513699 




OMe 



RN 677339-99-0 CAPLUS 

CN 1 Benzamide, N- (2 . 3-dihydroimidazo [1, 2-c) quinazolin- S-yl ) -4- (1, 1- 
dimethylethoxy)- (9CI) (CA ItlDEX NAME) 




RN 677340-00-0 CAPLUS 

CN Benzamide. N- (2, 3-dihydroimidazo U , 2-c)quinazolin-5-yl) - 2 , 4 -dimethoxy- , 
monohydrochloride (9CI) (CA INDEX NAME) 



<12/04/2007> Erich Leese 



10/513699 




RN 677340-03-3 CAPLUS 

CN Benzamide. N- (2 , 3-dihydroimidazofl , 2-c) quinazolin-5-yl) - 3 , 4 , 5-tr imethoxy- , 
monohydrochloride (9CI) <ca INDEX name) 




OMe 



• HCl 



RN 677340-04-4 CAPLUS 

CN Benzamide, N- (2, 3-dihydroimidazo[l, 2-c)quinazolin-5-yl) -3 , 4 , 5-tr imethoxy- 
(9CI) (CA INDEX NAME) 




OMe 



• HCl 



RN 677340-01-1 CAPLUS 

CN Benzamide, N- (2 , 3 -dihydroimidazoll, 2-c)quinazolin-6-yl) -3 , 4-dimethoxy- , 
monohydrochloride (9CI) (CA index NAME) 




OMe 



• HCl 



RN 677340-02-2 CAPLUS 

CN Benzamide. N- (2, 3-dihydroiraidazo [l, 2-c] quinazolin-5-yl) -3 . 5-dimethoxy- 
(9CI) (CA INDEX NAME) 



<12/04/2007> Erich LCCSQ 



10/513699 




NH 
I 

C=0 




RN 677340-05-5 CAPLUS 

CN Benzamide, N- (2, 3 -dihydroimidazoll , 2-c)quinazolin-5-yl ) -3 . 5-dimethoxy-4- 
methyl-, monohydrochloride (9CI) (CA INDEX NAME) 




NH 
I 

C=0 




Me 



• HCl 



RN 677340-06-6 CAPLUS 

CN Benzamide, N- (2,3-dihydroimidazoll,2-c]quinazolin-s-yl) -4- (mcthylthio) - 
(9CI) (CA INDEX NAME) . 



<12/04/2007: 



Erich Leese 



:12/04/2007> 



Erich Leese 




677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677341- 
677341- 
677341- 
677341- 
677341- 
677341- 
677341- 
677341- 
677341- 
677341- 
677341- 



07- 7P 

10- 2P 

13- SP 
17-9P 

21- 5P 
26-0P 
31-7P 
34-0P 
37-3P 
40-8P 
43-1P 
47-SP 
50-OP 
53-3P 
56-6P 
59-9P 
62-4P 
65-7P 
6B-0P 
71-SP 
74-8P 
77-1P 
81-7P 
84-0P 
87-3P 
90-BP 
93-1P 
96-4P 
99-7P 
02-5P 

05- ap 

08- 1P 

11- 6P 

14- 9P 
17-2P 

22- 9P 
2S-2P 
31-OP 
37-6P 
43-4P 



677340- 
677340- 
677340- 
677340- 
677340 
677340- 
677340 
677340- 
677340- 
677340- 
677340- 
677340- 
677340 
677340- 
677340 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340- 
677340 
677340- 
677340- 
677340- 
677340 
677341 
677341- 
677341 
677341 
677341- 
677341- 
677341 
677341 
677341 
677341 
677341 
677341 



08- 8P 

11- 3P 
1S-7P 
18-OP 
23-7P" 
28-2P 

32- 8P 
35-1P 

38- 4P 
41-9P 
44-2P 
48-6P 
51-1P 
54-4P 
57-7P 
60-2P 
63-SP 
66-8P 
69-1P 
72-6P 
7S-9P 
78-2P 
82-8P 
85- IP 
88-4P 
91-9P 
94-2P 
97-SP 
00-3P 
03 -6P 
06-9P 

09- 2P 

12- 7P 
15-0P 
18-3P 
23-0P 
27-4P 

33- 2P 

39- 8P 
46-7P 



677340-09-9P 
677J40-12-4P 
677340-16-8P 
677340-19-1P 
677340-25-9P 
677340-29-3P 
677340-33-9P 
677340-36-2P 
677340-39-5P 
677340-42-0P 
677340-45-3P 
677340-49-7P 
677340-52-2P 
677340-55-5P 
677340-S8-8P 
677340-61-3P 
677340-64-6P 
677340-67-9P 
677340-70-4P 
677340-73-7P 
677340-76-0P 
677340-79-3P 
677340-B3-9P 
677340-86-2P 
677340-89-5P 
677340-92-0P 
677340-95-3P 

677340- 98-6P 

67734 1- 01-4P 
677341-04-7P 
677341-07-0P 
677341-10-5P 
677341-13-8P 
677341-16-1P 
677341-20-7P 
677341-24-1P 
677341-29-6P 
677341-35-4P 
677341-41-2P 
677341-48-9P 



677341-50-3P 677341-S2-SP 677341-54-7P 
677341-S5-BP 677341-S6-9P 677341-62*7P 
677341-63-8P 677341-65-0P 677341-66-1P 
677341-67-2P 677341-6B-3P 677341-69-4P 
677341-70-7P 677341-71-8P 677341-72-9P 
677341-73-0P 

RL : PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); prep (Preparation); USES 
(Uses) 

(drug candidate; preparation of fused azole-pyrimidine derivs. as PI3K 
inhibitors with therapeutic uses) 

677340-07-7 CAPUTS 

Benzamide, N- < 2 , 3 -dihydroimidazo 11. 2 - c) quinazol in- 5-yl) -4- (methylthio) - . 
monohydrochloride (9CI) (CA INDEX NAME) 




677340-08-8 CAPLUS 

Benzamide, N- (2. 3-dihydroimidazo [1 , 2-c) quinozol in-5-yl ) -4 - (methylsul fonyl ) - 
(9CI) <CA INDEX NAME) 



v9 




RN 677340-09-9 CAPLUS 

CN Benzamide, N- (2 , 3 -dihydroimidazo ( 1 , 2-c] quinazolin-5-yl ) -4- (methylsulf onyl > - 
. monohydrochloride (9CD (CA index name) 



RN 677340-11-3 CAPLUS 

CN Benzamide, 4- (aminosul fonyl) -N- (2 , 3 -dihydrolmidazo ( 1 , 2-c) quinazol in- 6-yl ) - 
, monohydrochloride (9CI) (CA INDEX NAME) 




NH 

• HC1 



RN 677340-10-2 CAPLUS 

CN Benzamide, 4- (aminosul fonyl ) -N- ( 2 , 3 -di hydro imida zo [1 , 2-c) quinazol in- 5-yl ) - 

(9CI) (CA INDEX NAME) 



RN 677340-12-4 CAPLUS 

CN Benzamide, 4- (aminosul fonyl ) -2-chloro-N- (2. 3 -dihydroimidazo I 1, 2- 
c)quinazolin-5-yl) - (9CI) (CA index name) 



<12/04/2007: 



Erich Leese 



<12/04/20O7> 



Erich Lccse 



10/513699 



10/513699 




0 



RN 677340-13-5 CAPUTS 

CN Benzamide, 4 - (aminosul fonyl ) - 2-chloro-N- (2 , 3 -dihydroimidazo [1 , 2- 
c]quinazolin-5-yl>-, monohydrochloride (9CI) (CA INDEX NAME) 




NH 

1 • HC1 




CAPLUS 



CN Benzamide, H- (2 . 3 -dihydroimidazo [ 1 ( 2-c] quinazolin-5-yl) -2-nitro-, 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 677340-14-6 
CMP C17 H13 N5 03 




NH 
I 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



I 

F-C- C0 2 H 



RN 677340-16-6 CAPLUS 

CN Benzamide, N- (2 , 3 -dihydroimidazo 1 1, 2 -c) quinazol in- 5-yl ) -3 -nitro- <»CI) 

(CA INDEX NAME) 




RN 677340-17-9 CAPLUS 

CN Benzamide, N- {2, 3 -dihydroimidazo (1 , 2 -c) quinazol in-5-yl ) -3-nitro- , 
mono(trifluoroacetate) (9CI) (ca index name) 



«12/04/2007> 



10/513699 

CRN 677340-16-8 
CMF C17 H13 N5 03 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



I 

F- C~ COjH 



RN 677340-18-0 CAPLUS 

CN Benzamide, N- (2 , 3 -dihydroimidazo { 1 , 2 -c] quinazol in- 5-yl ) - 4 -nitro- (9CI) 
(CA INDEX NAME) 




10/513699 

RN 677340-19-1 CAPLUS 

CN Benzamide. N- (2 , 3 -dihydroimidazo 1 1, 2-cJ quinazol ln-5-yl) -4 -nitro.- , 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 677340-18-0 
CMF C17 H13 N5 03 




NQ 2 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



f 

F-C- C0 2 H 



RN 677340-21-5 CAPLUS 

CN Benzamide, 4-cyano-N- (2 . 3 -dihydroimidazo [1 , 2-cl quinazolin-6-yl ) - , 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 

CM 1 

CRN 677340-20-4 
CMF C18 H13 N5 O 



<12/04/2007> 



Erich Leese 



<12/04/2007> 



Erich Leese 



10/513699 



10/513699 



' N 



RN 67734 0-25-9 CAPLUS 

CN Benzamide, N- ( 2 , 3 -di hydi oimida :o 1 1 , 2 - c] quinazol In - 5 -yl ) -3- (dimethyl ami no) 
, mono(triiluoroacetate) (9CI) <CA INDEX NAME) 



CRN 76-05-1 
CMF C2 H F3 02 



RN 677340-23-7 CAPLUS 

CN Benzamide. 2-amino-N- (2, 3-dihydroimidazo H, 2-c)quinazolin-S-yl) - 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 



CRN 677340-24-8 
CMF C19 H19 N5 O 



r- 

C=< 



1 — ."^ N 

NH 



RN 677340-26-0 CAPLUS 

CN Benzamide, N- (2, 3-dihydroimidazo[l,2-c)quinazolin-5-yl) -3- (dimethylamino) 
. , monohydrochloride <9CD (ca INDEX NAME) 



Erich Leese 



Brich Lecse 



Y" 

NH 
I 

c=o 



RN 67734 0-29-3 CAPLUS 

CN Benzamide, N- (2 , 3 -dihydroimida2o(l, 2-c) quinazol in- 5-yl ) -4 - (4 -methyl - 1- 
piperazinyl) - (9CI) (CA INDEX NAME) 



LJT 
I — N ^ N 



RN 677340-28-2 CAPLUS 

CN Benzamide, N- (2, 3-dihydroimidazoll, 2-c] quinazol in- 5 -yl ) -4- (dimethylamino) - 
, monoltriiluoroacetate) (9CI) (CA INDEX NAME) 



(2 



0 

I 



RN 677340-31-7 CAPLUS 

CN Benzamide, 3- (acetylamino) -N- (2, 3-dihydroimidazo |l. 2-c)quinazolin-5-yl) - 
mono(trifluoroacetate) (SCI) (CA INDEX NAME) 



<12/04/2007> 



Erich Leese 



<12/04/2007> 



Erich Leese 



L_TT 

I N^N 

NH 
I 

j6 



10/513699 

«^ (formylmethylamino)-, monohydrochloride (9CI) (CA INDEX NAME) 



N^N 

r 



I 

F-C-C0 2 H 



RN 677340-32-8 CAPLUS 

CN Benzamide. N- (2, 3-dihydroimidazo (1, 2 -c) quinazol in- 5-yl > -4* 
(formylmethylamino)- <9CI> (CA INDEX NAME) 



1 N^N 



I 

c=o ' 



RN 677340-34-0 CAPLUS 

CN Carbamic acid, t3- tt (2 , 3 -dihydroimidazo I 1, 2-c) quinazol in-5- 

yl) amino) carbonyl) phenyl ) -, 1, 1- dimethyl ethyl ester (9CI) (CA INDEX NAME) 



£ 



t-BuO-C-NIi 



RN 677340-35-1 CAPLUS 

CN Benzamide, N- (2, 3 -dihydroimidazo U. 2-c] quinszolin-5-yl) -4 - UH-pyrrol-l-yl> - 
(9CI) (CA INDEX NAME) 



RN 677340-33-9 CAPLUS 

CN Benzamide, N- (2 , 3 -dihydroimidazo [1,2-c] quinazolin-5-yl ) -4- 



<12/04/2007> 



Erich Leese 



<12/O4/2007> 



1 — 

NH 
I 



I — N. 



I 

C=0 



Q 



RN • 677340-36-2 CAPLUS 

CN Benzamide, N- (2. 3-dihydroimidazo tl, 2-c] quinazolin-5-yl) -4- (lH-pyrrol-l-yl) - 
, monohydrochloride (9CD (CA index name) 



RN 67734 0- 3 B-4 CAPLUS 

CN Benzamide, N- (2, 3-dihydroimidazo(l, 2-c)quinazolin-5-yl > -4- (lH-imidazol- 1- 
yl)-, monohydrochloride (9CI) (CA index name) 



( 

r 



(2 



v9 



r 



0 



RN 677340-37-3 CAPLUS 

CN Benzamide, N- (2, 3-dihydroimidazo (1, 2-c) quinazol in- 5 -yl > -4- UH- imidazol- 1- 
yl) - (9CI) (CA INDEX NAME) 



RN 677340-39-S CAPLUS 

CN Benzamide, N- (2, 3-dihydroimidazo tl. 2-c)quinazolin-5-yl) -4 - UH-pyrazol - 1- 
yl)- (9CI) (CA INDEX NAME) 



Erich Leese 



<12/04/2007> 




RN 677340-40-8 CAPLUS 

CN Benzamide, N- (2 , 3 -dihydroimidazo (1 , 2 -cj quinazolin- S-yl ) -4 - ( iH-pyrazol - 1- 
yl>-, monohydrochloride <9CI) (CA INDEX NAME) 



or 

T 



I— N^N 

NH 
I 



MeO-C' 
I! 



RN 677340-42-0 CAPLUS 

CN Benzoic acid, 4 - [ I (2 , 3 -dihydroimidazo [1, 2 -cl quinazolin- S- 
yl) amino] carbonyl]-. methyl ester (9CI) (CA INDEX NAME) 



C~o • HC1 



RN 677340-4 1-9 CAPLUS 

CN Benzoic acid, 3 - t I (2 , 3 -dihydroimidazo [1 , 2-c] quinazolin- 5 - 
yl) amino) carbonyl) -, methyl eater (9CI) (CA INDEX NAME) 



RN 677340-43-1 CAPLUS 

CN 1,3-Benzenedicarboxylic acid, S- ( [ (2, 3 -dihydroimidazo ( 1 . 2-c)quinazolin-5- 
yl> amino] carbonyl)-, diethyl enter (9CI) (CA INDEX NAME) 



I N^>N 



6 



RN 677340-44-2 CAPLUS 

CN 1, 3-Benzenedicarboxylic acid, 5- ( [ (2. 3 -dihydroimidazo [1, 2-c]quinazolin-5- 
yl Jaminol carbonyl) diethyl ester, monohydrochloride (9CI) (CA INDEX 

NAME) 



RN 677340-47-5 CAPLUS 

CN ' 2-Pyridinecarboxamide, N- (2,3 -dihydroimidazo 11 , 2-c) quinazolin-5-yl) - 
: mono(trifluoroacetate) (9CI) (CA INDEX NAME) 



v9 



N^>N 



EtO-C 
II 



c=o 

6 



RN 67T340-45-3 CAPLUS 

CN 2-Pyridinecarboxamide, N- (2 , 3 -dihydroimidazo [1 , 2 -cl quinazolin- 5-yl ) - (9CI) 
ICA INDEX NAME) 



CRN 76-06-1 
CMF C2 H F3 02 



RN 677J40-48-6 CAPLUS 



<12/04/2Q07> 



10/513699 



10/513699 



CN 4 -Pyridinecarboxamide, N- (2 , 3-dihydroimidazo t 1 , 2 -cj quinazolin-5-yl ) - (9CI) 
(CA INDEX NAME) 




RN 677340-49-7 CAPLUS 

CN 4 -Pyridinecarboxamide, N- (2 , 3 - dihydroimidazo I 1 , 2 -c] quinazolin-5-yl > - , 
mono(trifluoroacetate) (9CD ICA index name) 

CM l 

CRN 677340-48-6 
CMP C16 H13 NS O 




CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



T 

I 

r- c- C02H 



RN 67734 0-50-0 CAPLUS 

CN 3 -Pyridinecarboxamide, N- {2, 3 -dihydroimidazo [1, 2 -cjquinazol in- 5-yl) -6 
(trifluoromethyl) - (9CI) (CA INDEX NAME) 




CPj 



RN 677340-51-1 CAPLUS 

CN 3 -Pyridinecarboxamide, N- (2 , 3 -dihydroimidazo [1, 2 -c) quinazolin- 5-yl ) -6 
(trifluoromethyl)-, monohydrochloride (9CI) (ca INDEX NAME) 




CF 3 



• HC1 



<12/04/2007> 



10/513699 

RN 67734 0-52-2 CAPLUS 

CN 3-Pyridinecarboxamide, N- ( 2 , 3 -dihydroimidazo [1 , 2 -cl quinazol in-5-yl) -6- 

(dimethylamino) - (9CI) (CA INDEX NAME) 




NMe 2 



RN 677340-53-3 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2, 3-dihydroimidazo (1, 2-c] quinazolin-5-yl ) -6- 
(dimethylamino) - , monohydrochloride (9CI) (CA INDEX NAME) 




NMe a 



10/513699 




NH 
I 

C=0 



• HC1 



RN 677340-55-5 CAPLUS 

CN 3-Pyridinecnrboxamide, N- (2, 3-dihydroimidazo II, 2-c) quinazolin- S-yl ) -2 
methoxy- (9CI) (CA INDEX NAME) 




RN 677340-56-6 CAPLUS 

CN 3 -Pyridinecarboxamide, N- (2, 3 -dihydroimidazo tl , 2-cl quinazolin-5-yl) -2 
dimethoxy- (9CI) (CA INDEX NAME) 



• HCl 



RN 677340-54-4 CAPLUS 

CN 3 -Pyridinecarboxamide, N- (2 , 3 -dihydroimidazo [1 , 2-c] quinazolin- 5-yl ) -1 , 2- 
dihydro-2-oxo-, monohydrochloride (9CI) (CA INDEX NAME) 



<12/04/2007» 



Erich Leese 



<12/04/2007> 



Erich Leese 



10/513699 



10/513699 



RN 677340-57-7 CAPLUS 

CN 3 -Pyr idinecarboxamide. N- (2, 3 -dihydroimidazo [1, 2-c] quinazolin-5-yl > -2, 6- 
dimethoxy-, monohydrochloride (9CI) (CA INDEX NAME) 



v 5 



I N^N 

NH 

m, vS° 

N^ 



RN 677340-59-9 CAPLUS 

CN 3 - Pyridinecarboxamide , N- (2, 3 -dihydroimidazo (1 , 2-c) quinazolin- B-yl > -2- 
(methylthio) -, monohydrochloride (9CI) (CA INDEX NAME) 



(1 



-N^N 

NH 
I 

C=0 



RN 67734 0-58-8 CAPLUS 

CN 3 -Pyr idinecarboxamide, N- (2 , 3 - dihydroimidazo tl, 2-c}quinazolin-5-yl) -2- 
(methylthio) - <9CI> (CA INDEX NAME) 



RN 677340-60-2 CAPLUS 

CN 3-PyridinecarbOxaraide, 2-chloro-N- {2, 3 -dihydroimidazo ( l, 2-c)qui nazolin- s- 
yl>-6-methyl- (9CI) (CA INDEX NAME) 



<12/04/2007> 



Erich Leese 



RN 677340-61-3 CAPLUS 

CN 3-Pyridinecarboxamide, 6-chloro-N- (2 , 3 -dihydroimidazo [1 , 2 -c) quinazolin- 5- 
yll- (9CI) (CA INDEX NAME) 



a 



I 

c=o 



RN 677340-62-4 CAPLUS 

CN Pyrazinecarboxamide, N- (2 , 3 -dihydroimidazo (1, 2-c]quinazolin-5-yl) - (9CI) 
(CA INDEX NAME) 



NH 
I 

C=C 



RN 67734 0-63-5 CAPLUS 

cn pyrazinecarboxamide, N- (a, 3-dihydroimidazo [1 , 2-c)quinazolin-5-yl) - 
mono(trifluoroacetate) (9CI) (CA INDEX NAME) 



N^N 

r 



i 

p- C-C0 2 H 



RN 677340-64-6 CAPLUS 



< 12/04/2007* 



10/513699 



10/513699 



CN Pyrazinecarboxamide, N- (2, 3-dihydroiroidazo [1. 2-c) quinazolin-5-yl) -5-methyl- 
(9CI) (CA INDEX NAME) 




RN 677340-65-7 CAPLUS 

CN pyrazinecarboxamide, N- (2 , 3 -dihydroimidazo U , 2 -cl quinazolin-S-yl ) - 5 -methyl - 
, mono(trifluoroacetate) (9C1) (CA INDEX NAME) - 

cm l 

CRN 677340-64-6 
CMF C16 H14 N6 O . 




CMF C2 H F3 02 



<12/04/2007> Erich Leese 



10/513699 




r 

c=o 

6 



RN 677340-69-1 CAPLUS 

CN 2-Furancarboxamide, N- (2, 3 -dihydroimidazod, 2-c]quinazolin-5-yl) 
monohydrochloride (9CI) <ca index NAME) 




• HCl 



RN 677340-70-4 CAPLUS 

CN 2-Furancarboxamide, N- 1 2 , 3 -dihydroimidazo I X , 2-c] quinazol in- 5-yl ) - , 
n>ono(trifluoroacetate> (9CI) (CA INDEX NAME) 

CM 1 

CRN 677340-68-0 
CM? C15 H12 N4 02 



r 

\ 

F-C- C02» 



RN 677340 -66- 8 CAPLUS 

CN lH-Pyrrole-2-carboxamide, N- (2, 3-dihydroimidazo[l,2-c)quinazolin-6-yl> -1- 
methyl- (9CI) (CA INDEX NAME) 



' N^N 

NH 

!• 

C— O 

-6 



RN 677340-67-9 CAPLUS 

CN lH-Pyrrolc-2-carboxamide, N- (2 , 3 -dihydroimidazo 1 1 . 2-c) quinazol in -5-yl )- 1 - 
methyl-, monohydrochloride (9CI) (CA INDEX NAME) 




• HCl 



RN 677340-68-0 CAPLUS 

CN 2-Furancarboxamide, N- (2 , 3 -dihydroimidazo [ l , 2 -c) quinazol in- 5-yl ) * (9CI) 
(CA, INDEX NAME) 



<i2/04/2007> Brich Leeue 



10/513699 




P 

c=o 

6 



CM 2 

CRN 76-05-1 
CMF C2 H F3 02 



F 

I 

F-C-C0 2 H 



RN 677340-71-5 CAPLUS 

CN 2-Thiophenecarboxatnide, 5-chioro-N- (2, 3 -dihydroimidazod, 2-cJ quinazolin-S- 
yl)- (9CI) (CA INDEX NAME) 




RN 67734 0-72-6 CAPLUS 

CN 2-Thiophenecarboxamide, N- (2 , 3 -dihydroimidazo [1, 2-c) quinazol in- 5-yl) -5- 
methyl- (SCI) (CA INDEX NAME) 



<12/04/2007> 



Erich Leese 



12/04/2007: 



Erich Leese 



v9 



NH 
I 



— O 



(2 



-N^>N 

Nil 
I 



RN 677340-73-7 CAPLUS 

CN 2-Thiophenecarboxamide, N- <2 . 3 -dihydroimidazo [1 , 2-cJ quinazolin-5-yl) -S- 
nitro- (9CI) <CA INDEX NAME) 



NH 

; 



RN 677340-74-8 CAPLUS 

CN 2-Thiophenecarboxamide, N- {2,3 -dihydroimidazo [1 , 2-c)quinazolin-S-yl> -5- 
nitro-, monohydrochloride (9C1) (CA INDEX NAME) 



RN 67734 0-75 -9 CAPLUS 

CN 3-Thiophenccarboxamide, N- ( 2, 3 -dihydroimidazo ll, 2 -c] quinazolin- 5-yl ) - 5- 
nitro- <9CI) (CA INDEX NAME) 



I — N ^ 



RN 677340-76-0 CAPLUS 

CN 3-Tbiophenecarboxamide, N- (2, 3 -dihydroimidazo (3, 2-c)quinazolin-5-yl) -5- 
nitro-, monohydrochloride (9CI) (CA INDEX NAME) 



<12/04/2007> 



I M 



rP 



1 N _ 



rrrV" 



RN 677340-77-1 CAPLUS 

CN 1, 2, 3-Thiadiazole-4 -carboxaroide, N- ( 2 . 3 -dihydroimidazo (1 . 2 -c) quinazolin- 5- 
yl>- (9CI) (CA INDEX NAME) 



1 — 



9 ' 



I 

c— o 



RN 67734 0-79-3 CAPLUS 

CN lH-Benzimidazole-S-carboxamide, N- (2 , 3 -dihydroimidazo [l , 2 -c] quinezol in- 5 - 
yl) -1- (l-mechylethyl) -2- (trif luoromethyl) - (9CI) (CA INDEX NAME) 



y9 



N^-^n i-Pr 



T i 

r_rry c '' 



RN 677340-81-7 CAPLUS 

CN lH-Benzotriazole-5-carboxomide. N- (2 , 3 -dihydroimidazo [1 . 2 -c) quinazolin- 5* 
yl)-, mono(trifluoroacetate) (9CI) (CA INDEX NAME) 



RN 677340-78-2 CAPLUS 

CN lH-Benzimidazole-5-carboxamide. N- (2 , 3 -dihydroimidazo [1 , 2 -cj quinazolin- 5- 
yl) -2 -methyl-, monohydrochloride (9CI) (CA INDEX NAME) 



v9 



fi ^ — nh 



<12/04/2007> 



Erich Leese 



Erich Leese 



10/513699 



10/513699 



RN 677340-82-8 CAPLUS 

CN lH-Benzotriazole-5-carboxamide. N- (2,3-dihydroimidazo(1.2-c)quinazolin-S- 
yl) -1- U-methylethyl>- <9CI) (CA INDEX NAME) 



i N 



boo. 




RN 677340-83-9 CAPLUS 

CN 6-Benzothiazolecarboxamide< N- (2, 3 -dihydroimidazo U , 2 -c] quinazolin-5-yl) - 
<9C1) (CA INDEX NAME) 



RN 6 77340 -8S-1 CAPLUS 

cn iH-Indole-2-carboxamide, N- (2, 3 -dihydroimidazo (1, 2-cl quinazolin-S-yl) -l- 
methyl- (9CI) (CA INDEX NAME) 



NH 



I M 



RN 677340-86-2 CAPLUS 

cn 1H- indole- 3 -carboxamide, N- (2, 3-dihydroimidazoll , 2-c) quinazolin-5-yl) -1- 
methyl- (9CI) (CA INDEX NAME) 



RN 677340-84-0 CAPLUS 

CN 6-Benzothiazolecarboxamide, N- ( 2 , 3 -dihydroimidazo [1 , 2 -c) quinazol in- 5-yl) - 
nonohydrochloride (9CI) (CA INDEX NAME) 



Erich Leeae 



v 9 



N^N 



c— o 



RN 677340-87-3 CAPLUS 

CN 3-Quinolinecarboxamide, N- (2, 3 -dihydroimidazo 1 1 , 2-cl quinasoiin-5-yl) - 
(9CI) (CA INDEX NAME) 



RN 677340-89-5 CAPLUS 

CN 8 -Qui no line carboxamide, N- (2 , 3 -dihydroimidazo II , 2-c) quinazol in-5-yl) - 
. , monohydrochloride (9CI) (CA INDEX NAME) 



1 N^N 



RN 677340-8B-4 CAPLUS 

CN 3-Quinolinecarboxamide, N- (2 , 3 -dihydroimidazo [ 1 , 2 - c] quinazol in- 5 -yl ) - 
monohydrochloride (9CI) (CA INDEX NAME) 



C 



v9 



N^N 



RN 677340-90-8 CAPLUS 

CN 4-Thiazolecarboxamide, N- (2, 3 -dihydroimidazo tl . 2-c] quinatolin-5-yl) -2- (3- 
pyridinyl)- (9CI) (CA INDEX NAME) 



<12/04/2007> 



Erich Leesc 



*12/04/2007> 



Erich Lccoe 



10/513699 



10/513699 



v9 



a 



m 
I 

c=i 



cv9 

I N^N 

NH 



RN 67734 0-91-9 CAPLUS 

CN 4-Thiazolecarboxamide, N- (2 . 3 -dihydroimidazo [ 1 , 2 - c] quinazolin- 5-yl ) -2- (3- 
pyridinyl)-, monohydrochloride (9CI) (CA INDEX NAME) 



RN 677340-93-1 CAPLUS 

CN 4-Thiazolecarboxamide. N- (2 , 3 -dihydroimidazo II, 2-c] quinazolin-s-yl> -2- M- 
pyridinyl)-, roonohydrochloride (9CI) (CA INDEX NAME) 



NH 
I 

C— i 



(1 



v9 

Nil 

I 

6 



RN 677340-92-0 CAPLUS 

CN 4-Thiazolecarboxamide. N- (2, 3 -dihydroimidazo [l, 2-c)quinazolin-5-yl) -2-<4- 
pyridinyl)- (9CI) <ca index hake) 



RN 67734 0-94-2 CAPLUS 

CN Benzeneacetamide, N- (2. 3-dihydroimidazo [1, 2-cJquinazolin-5-yl) -4 -methoxy- 
(9CI) (CA INDEX NAME) 



<12/04/2007> 



Erich Lecse 



<12/04/2007> 



Erich Leeae 



RN 677340-97-5 CAPLUS 

CN Acetamide. N- (2 . 3-dihydroimidazo ( 1 , 2-c) quinazol in- S-yl ) - <9CI> (CA : 
• NAME) 



N^N 



C~0 
I 



v9 



N11AC 



RN 677340-98-6 CAPLUS 

CN Propanamide, N- (2,3 -dihydroimidazo [1 , 2-c) quinazol in- S-yl ) • (9CZ) (CA 
INDEX NAME) 



RN 677340-95-3 CAPLUS 

CN 2-Thiopheneacetamide, N- < 2 , 3 -dihydroimidazo ( 1 , 2-c) quinazolin- S-yl > - (9CI) 
(CA INDEX NAME) 



C 



v9 



H^N 



c= o 

RN 677340-96-4 CAPLUS 

CN Acetamide, N- (2,3 -dihydroimidazo {1 , 2 -c) quinazol in- 5-yl ) - 2-phenoxy- (9CD 
(CA INDEX NAME) . 



cv9 

' 

Et-C-NH 



RN 677340-99-7 CAPLUS 

CN Butanamide, N- (2,3 -dihydroimidazo [1 , 2-c) quinazol in -5-yl) - (9CI) (CA: 

NAME) 



v9 



n-Pr-C— NH 



!2 



v9 



"N^N 
Ph0-CH2-C-NH 



RN 677341-00-3 CAPLUS 

CN Butanamide, N- (2,3 -dihydroimidazo [1 , 2 -c) quinazolin- S-yl ) -3 -methyl - (SCI) 
(CA INDEX NAMB) 



<12/04/20O7> 



<12/04/2007> 



Erich Leese 



10/513699 



10/513699 



cy9 

" N^N 

i-Bu-C— NH 



CI 



CI3C-C— NH 
II 



RN 677341-01-4 CAPLUS 

CN Propanamide, N- (2, 3 -dihydroimidazo 11. 2-c] quinazolin-5-yl) -2-methyl- (9CI) 

(CA INDEX NAME) 



RN 677341-04-7 CAPLUS 

CN Propanamide, N- (2 , 3 -dihydroimidazo tl, 2-c] quinazolin* 5-yl) -2,2,3,3.3- 
pentafluoro- (9CI) (CA INDEX NAME) 



r9 

N^N 



i-Pr-C— NH 



y9 



F3C-CF2-C- NH 



RN 67734 1-02-5 CAPLUS 

CN Propanamide, N- (2 , 3 -dihydroimidazo [1 , 2 -cl quinazolin- 5-yl) - 2, 2 -dimethyl - 
(9CI) (CA INDEX NAME) 



RN 677341-05-8 CAPLUS 

CN Cyclopropanecarboxamide, N- (2, 3 -dihydroimidazo [1, 2-c} quinazolin- 5-yl) - 
(9CI) (CA INDEX NAME) 



t-Bu-C-NH 



RN 677341-03-6 CAPLUS 

CN Acetamide, 2 , 2, 2-trichloro-N- (2, 3-dihydroimidazo(l, 2-c] quinazolin-5-yl) - 
(9CI) (CA INDEX NAME) 



P 

A 



RN 677341-06-9 CAPLUS 

.CN cyclohexanecarboxamide, N- (2, 3 -dihydroimidazo (1, 2-c] quinazolin- 5-yl ) - 
<9CI> (CA INDEX NAME) 



C — C 

6- 



.C-0-CH 2 - Ph 



<12/04/2007> 



N^N 

NH 
I 

c— o 

6 



RN 677341-07-0 CAPLUS 

CN 1-Piperidinecarboxylic acid, 2- t f (2, 3-dihydroimidazo [1, 2 -c] quinazol in- 5- 
yl)amino]carbonyl) - , l , l-dimethylethyl ester (9CI) (CA Index name) 



RN 677341-09-2 CAPLUS 

CN 1-Piperidinecarboxylic acid, 3- t t (2 , 3-dihydroimidazo [1 . 2-cl quinazolin-5- 
yl) amino] carbonyl)-, 1. l-dimethylethyl eater (9CI) (CA INDEX NAME) 



NH 

I 

C=0 



(Y 1 
1 — y n 



I o 

f =0 II 

1 .C-OBu-t 

6 



RN 677341-Ofl-l CAPLUS 

CN 1-Piperidinecarboxylic acid, 2- [ [ (2, 3 -dihydroimidazo (1, 2-c] quinazolin-5- 
yl> amino] carbonyl] -, phenylmethyl ester (9CI) (CA INDEX NAME) 



N^N 



RN 677341-10-5 CAPLUS 

CN 4-Piperidinecarboxamide, N- (2. 3-dihydroimidazo [1, 2-c)quinazolin-S-yl) - 
(9CI) (CA INDEX NAME) 



v9 



N^,N 

NH 
I 

C— ( 

6 



RN 677341-11-6 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4 -([ (2 , 3 -dihydroimidazo [1 , 2-c] quinazol in-5- 
ylUmino) carbonyl] 1 . l-dimethylethyl eater <9CI> (CA INDEX NAME) 



<12/04/2007> 



Erich Leese 



<12/04/2007> 



10/513699 



10/513699 



N^N 

NH 
I 

c— o 

6 



o 

I vr 



N^N 



Ph-C-WH 



RN 677341-14-9 CAPLUS 

CN Acetamide, N- (2 , 3 -dihydro-8 . 9-dimethoxyimidazo 1 1 . 2-cJ quinazol in-5-yl ) - 
(9CI) <CA INDEX NAME) 



RN 677341-12-7 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- 1 [ (2. 3-dihydroiraidazoll, 2-cJquinazolin-S- 
yl > amino) carbonyl] -, phenylmethyl ester (9C1) (CA INDEX NAME) 



v9 




N^N 
NHAc 



RN 677341-15-0 CAPLUS 

cn Propanamide, N- (2, 3 -dihydro- 8 , 9-dimethoxyimidazo [1 ; 2-c) quinazolin-5-yl) - 
(9CI) (CA INDEX NAME) 



jpO- CH 2 ~Ph 



RN 67734 1 - 13 - B CAPLUS 

CN Benzamide, N- (2 , 3-dihydro-8 , 9-dimethoxyimidazo [l, 2-c)quinazolin-5-yl) - 

(9CI) (CA INDEX NAME) 



OMe 




-N^^>N 
Et-C-NH • 



RN 677341-16-1 CAPLUS 

CN 3-Pyridinecarboxamide. N- (9- (dimcthylamino) -2,3-dihydroiaidazoll, 2- 
c}quinazolin-5-yl] - <9CI) (CA INDEX name) 



<12/04/2007> 



Erich Leese 




RN 677341-17-2 CAPLUS 

CN 2-Thiophenecarboxamide. N- (9- (dimechylamino) -2 , 3 -dihydroimidazo [ 1 , 2 - 
c)quinazolin-S-yl)- (9CI) (CA INDEX NAME) 



C 



v9 



0 



a 




N^N 

NH 
I 

C— < 



RN 677341-20-7 CAPLUS 

cn 2-Thiophenecarboxamide, N- (2 , 3 -dihydro- 9- (4-morpholinyl) imidazotl, 2- 
clquinazolin-5-yl) - (9CI) (CA INDEX NAME) 



CD 




RN 677341-18-3 CAPLUS 

CN 3-Pyridinecarboxamide, N- [2 , 3 -dihydro-9 - (4 -morpholinyl) imidazo ll . 2- 
c]quinazolin-5-yl) - (9CI) (CA INDEX NAME) 



6 



RN '677341-22-9 CAPLUS 

CN 2-Thiophenecarboxamide, N- [2 . 3 -dihydro-8- <tr if luoromechyl) imidaeo(l,2- 
c)quinazolin-5-yl) - (9CI) (CA INDEX NAME) 



<12/04/2007> 



Erich Leese 



<12/04/2007> 



10/513699 




RN 67734 1-23-0 CAPLUS 

CN 2-Thiophenecarboxamide, N- [2, 3-dihydro-8- (trif luoromethyl) itnidazo ll, 2- 
c]quinazolin-5-yl] -, monohydrochloride (9CI) (CA INDEX NAME) 




NH 
I 

6 



• HCl 



RN 67734 1-24-1 CAPLUS 

CN 2-Thiophenecarboxamide, N- ( 9-bromo-2 , 3 -dihydroimidazo (l , 2 -c) quinazol in- 5- 
yl)- (9CI) (CA INDEX NAME) . 



10/513699 



Br 




RN 677341-25-2 CAPLUS 

CN 2-Thiophenecarboxamide, N- <9-bromo-2, 3 -dihydroimidazo I 1. 2-c) quinazol in- 5- 
yl)-, monohydrochloride (9CI) (CA INDEX NAME) 




• HCl 



RN 677341-27-4 CAPLUS 

CN 3-Pyridinecarboxaraide, N- (a-chloro-2, 3-dihydroimidazoU, 2-c)quinazolin«5- 
yl)- (9CI) (CA INDEX NAME) 



<12/04/2007> 



10/513699 

CI 




NH 
I 



RN 67734 1-29-6 CAPLUS 

CN 2-Thiophenecarboxamide. N- (G-chloro-2, 3 -dihydroimidazo ll , 2-c3 quinazolin- S- 
yl)- I9CI) (CA INDEX NAME) 



CI 




RN 67734 1-31-0 CAPLUS 

CN 2-Thiophenecarboxamide, N- {9-chloro-2 , 3-dihydroimidazo U , 2-c] quinazolin-5- 
yl)- <9CI> (CA INDEX NAME) 



10/513699 




RN 677341-33-2 CAPLUS 

CN 2-Thiophenecarboxamide, N- <9-chloro- 2 , 3 -dihydroimidazo 1 1 , 2-c] quinazol in- s 
yl)-, monohydrochloride (9CI) (CA INDEX NAME) 



CI 




• HCl 



RN 677341-35-4 CAPLUS 

CN 3-Pyridinecarboxamide, N- (10-chloro- 2, 3-dihydroimidazo (l. 2 -c] quinazol in- S 
yl>- (9CI) (CA INDEX NAME) 




<12/04/2007> 



Erich Leese 



<12/04/2007> 



Erich Lecsc 



10/513699 



10/513699 



I N 



NH 



NH 
I 

C— O 

6 



RN . 677341-3T-6 CAPLUS 

CN 2-Thiophenecarboxamide. N- {l0-chloro-2,3-dihydroimidazo[l,2-c]quinazolin-5- 
yl)- (9CI) (CA INDEX NAME) 



^0 



NH 
I 

C = 

6 



RN 67734 1-39-8 CAPLUS 

CN 2-Thiophenecarboxamide. N- {10- chloro-2 , 3 -dihydroimidaro [1. 2-c)quinazolin-5- 
yl)-, monohydrochloride (9CI) (CA INDEX name) 



RN 677341-41-2 CAPLUS 

CN 3-Pyridinecarboxamide, N- (9- f luoro-2, 3-dihydroimidazo(l , 2-clquinazolin-S- 
yl)- (9CI) (CA INDEX NAME) 



RN 677341-43-4 CAPLUS 

CN 2-Thiophenecarboxamide, N- (9 - 1 luoro- 2 , 3 -dihydroimidazo { 1 , 2 -c) quinazol in-5- 
yl)- (9CI) (CA INDEX NAME) 



<12/04/2007» 




N^N 



6 



RN 677341-46-7 CAPLUS 

CN 3-Pyridinecarboxamide, N- (2 , 3-dihydro-9-nitroiraidazo [1, 2 -c) quinazolin- 5-. 
yl)-, mono(trifluoroacetace) (9CI) (CA INDEX NAME) 



RN 677341-4 8-9 CAPLUS 

CN 3-Pyridinecarboxamide, N- [ (2S) -2 , 3 -dihydro-2 -methylimldazo 1 1 . 2 - 
cIquinazolin-5-yll-. raonohydrochloride (9C1) (CA INDEX NAME) 

Absolute stereochemistry. 




UN. 




CI 



RN 677341-50-3 CAPLUS 

CN 3 -Pyridinecarboxami.de, N- [ (23) -2, 3 -dihydro-2- ( 1 - nethy lpropy 1 ) in Ida SO 1 1 , 2 - 
c] quinazolin-5-yl] - , monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 677341-52-5 CAPLUS 

CN ImidazoCl. 2-cl quinazoline- 2-carboxamide , 2, 3-dihydro-S- t (J- 

pyridinylcarbonyl ) amino] monohydrochloride (9CI) (CA INDEX NAME) 



<12/04/2007> 



Erich Leese 



10/513699 



10/513699 



NH 

I 

C=0 

£^3 



N^N 



c=o 



RN 67734 1-54-7 CAPLUS 

CN 3-Pyridinecarboxamide, N- 1 <3R) -2 , 3 -dihydro- 3 -tnethylimidazo tl . 2 - 
c]quinazolin-5-yl] monohydrochloride (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



RN 677341-56-9 CAPLUS 

CN 3-Pyridinecarboxamide. N- (2, 3 - dihydro- 7, 8 -dimcthoxyiraidazo [ 1 , 2- 

c] quinazolin-5-yl) -5-hydroxy- , monohydrochloride (9CI) (CA INDEX 1 





RN 677341-55-8 CAPLUS 

CN 3-Pyridinecarboxamide. N- (2. 3-dihydro-8- (4 -morpholinyl) inidazo [1, 2- 

c)quinazolin-5-yl) -5-hydroxy- , monohydrochloride (9CI) (CA INDEX NAME) 



RN 677341-62-7 CAPLUS 

CN 3-Pyridinecarboxamide, N- imidazo I 1 , 2-clquinazol in-5-yl- . monohydrochloride 
(9CI) (CA INDEX NAME) 



<12/04/2007> 



Erich Leese 



<12/04/2007> 



Brich Leese 



cv9 

1 N^>N 

NH 

I 



6 




RN 677341-63-8 CAPLUS 

CN 3-Pyridinecarboxamide, 6- (acetylamino) -N- (2, 3-dihydro-7, 8- 

dimethoxyimidazo [1. 2 -c] quinazolin- 5 -yl > - (9CI) (CA INDEX NAME) 



RN 677341-66-1 CAPLUS 

3-Pyridinecarboxamide. N- (2 , 3 -dihydro-7-methoxyimidazo [1 , 2-c) quinazol in-5- 
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yDpropoxy] -2, 3-dihydroimidazoll. 2-cJquinazolin-S-ylJ - (9C1) (CA INDEX 
NAME) 
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effects of endogenous adenosine and adenosine receptor 
agonists on hypoxia- induced myocardial stunning in 
guinea-pig atria and papillary muscles 
Gardner, Neil m.j Yates, Lioar Broadley, Kenneth J. 
Division of Pharmacology, Welsh School of Pharmacy, 
Cardiff university. Cardiff. CPio 3XK. UK 
Journal of Cardiovascular Pharmacology (2004), 43(3). 
358-368 

CODBN: JCPCDT; ISSN: 0160-2446 
Lippincott Williams wilkins 
Journal 
English 

The effects of endogenous adenosine and adenosine receptor agonists were 
examined on hypoxia- induced myocardial stunning of guinea-pig isolated paced 
left atria and papillary muscles. Hypoxia (30 min) reduced developed 
tension and increased diastolic tension (contracture) of left atria 

(41.8x11.5%) and papillary muscles (17.7*6.2%). Developed tension 
recovered to 80. 8x3. 15 and 77.2*5.3% 15 min after reoxygenation 

(stunning) . Recovery of left atria was unaffected by adenosine deaminase 

(l IU mL-l) but was depressed in papillary muscles (15 min, 48.6*4.3%) 
and contracture (46.1*7.5%) increased. Endogenous adenosine therefore 
protects from ventricular but not atrial stunning. Adenosine receptor 
agonists were introduced at 10 rain into hypoxia. CPA (Al selective, 
3*10-6 m) impaired left atrial recovery (5 min, 38.1*5.0%). 
through direct neg . inotropy, but did not affect papillary muscles. 
CGS21680 (A2A selective, 3*10-7 M) did not affect recovery. APNEA 

(A1/A3 receptor agonist , 10-8 M) , increased recovery rate of left atria. 
Improved rate and extent of recovery of papillary muscles by apnea (15 
min, 94.8x3.1%) was prevented by the A3 receptor antagonist, MRS-1220 

(10-7 m) . ib-meca (A3 selective, 3*10-7 M> increased atrial 

recovery rate but not the maximum developed tension reached in either tissue. 
However, when added at reoxygenation, IB-MECA caused complete recovery of 
both tissues, in the absence or presence of adenosine deaminase. Thus, A3 
receptor stimulation reverses myocardial stunning of isolated atria and 
papillary muscles. 
183721-15-5, MRS-1220 

RL: PAC (Pharmacological activity) ; THU (Therapeutic use) * BIOL 

(Biological study); USES (Uses) 

(effects of endogenous adenosine and adenosine receptor agonists on 
hypoxia- induced myocardial stunning in guinea-pig atria and papillary 
muscles) 

183721-15-5 CAPLUS 

Benzeneacetamide, N- J9-chloro-2- (2-furanyl) tl, 2. 4 J triazolod, 5- 
c]quinazolin-5-ylJ - (CA index name) 
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method includes administering an agent that inhibits extracellular 
adenosine or inhibits adenosine receptors. Also disclosed are methods to 
increase the efficacy of a vaccine and to increase an immune response to a 
tumor antigen or immune cell-mediated tumor destruction. 
183721-15-5 , MRS1220 

RL: PAC {Pharmacological activity); THU (Therapeutic use)/ BIOL 
(Biological study) ; USES (Uses) 

(extracellular adenosine inhibitors and adenoaine receptor inhibitors 

to enhance immune response and inflammation) 
183721-15-5 CAPLUS 

Benzcneacetamidc, N- [9-chloro-2- (2-furanyl) (1, 2, 4 J trlazolo [1, 5- 
c]quinazolin-S-yl)- (CA INDEX NAME) 
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Methods for using extracellular adenosine inhibitors 
and adenosine receptor inhibitors to enhance immune 
response and inflammation 
Sitkovsky, Michail v.; ohta, Akio 
The Government of the United States of America as 
Represented by the secretary. Department of Health and 
'Human services, usa 
PCT Int. Appl., 60 pp. 
CODEN: PIXXD2 

Patent 
English 
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WO 2003050241 
WO 2003050241 
W: AE, AO 
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CO, CR, CU, 

GM, HR, HU, 

LS, LT, LU, 

PL, PT, RO, 

TZ, UA, UG, 
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KG, KZ, MD, 
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CO, CI, CM, 
CA 2470104 
AU 20023S6962 
EP 1465634 

R: AT, BE, CH , 
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LV, MA, 
RU, SC, 
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TM, AT. 
IT, LU. 
GO. GW, 
20030619 
20030623 
20041013 



APPLICATION NO. 

WO 2002-US36829 

BA, BB, BG, BR. BY, 
DZ, EC. BE, ES, FI, 
JP, KE, KG. KP. KR, 
MK. MN, MW, MX, MZ , 
SG. SI, SK, SL, TJ, 
YU, ZA, ZM, ' ZW 
SL. SZ, TZ, UO, ZM, 
BE, BG, CH, CY. CZ , 
MC. NL, PT, SB, SK, 
ML. MR, NE. SN. TD. 
CA 2002-2470104 
AU 2002-356962 
EP 2002-804693 



20021114 



IE, SI. 
JP 2005516917 
US 2005220799 
PRIORITY APPLN. INFO. : 



ES, PR, GB, CR, IT, LI. 
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CY, AL, TR, BG, CZ, 
JP 2003-551263 
US 2004-498416 
US 2001-340772P 
US 2001-3425B5P 
WO 2002-US36829 

AB A method is provided to increase an immune response to 
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Binding of HTLV-i virions to T cells occurs by a 
temperature and calcium-dependent process and is 
blocked by certain type 2 adenosine receptor 
antagonists 

Hague, Bishop P./ Zhao, Tong Mao; Kindt, Thomas J. 
National Institute of Allergy and Infectious Diseases, 
Molecular and Cellular Immunogenetics Section, 
National institutes of Health, Bcthesda, md. 20892, 
USA 

virus Research (2003). 93(1), 31-39 
CODEN: VIREDF; ISSN: 0168-1702 

Elsevier Science Ltd. 
Journal 
English 

A flow cytometric assay that measures binding of human T-lymphotropic 
virus type l (HTLV-l) virions to target cells was used to investigate the 
binding process and to screen for compds. affecting viral binding. 
Results showed that adenosine receptor type 2 antagonists effectively 
inhibit viral binding at conens . below 10 uM/ no inhibition was seen 
when antagonist was used to pretreat cells or was added post binding, 
suggesting direct interference with virus attachment. Efficient HTLV-l 
binding required divalent calcium ions and temps, greater than 20 
•C. Disruption of lipid rafts by cholesterol depletion compromised 
viral binding but cleavage of glycosyl- phosphatidyl inositol linkages had 
no effect. A monoclonal antibody (mAb) that recognizes HTLV-l envelope 
positions 190-209 impaired binding of virus while other anti-envelope 
antibodies had no effect. These findings place major constraints on the" 



<12/04/2007> 



nature of the HTLV-l cell binding process and identify a class of 
inhibitors that may have potential for treatment of infection. 

183721-15-5, Mrsl220 

RL: PAC (Pharmacological activity) / THU (Therapeutic use) ,• BIOL 
(Biological study); USES (Uses) 

(HTLV-l virions binding to T cells is temperature and calcium-dependent and 

is blocked by adenoaine antagonists) 
183721-15-5 CAPLUS 

Benzeneacctamide, N- [9-chloro-2- (2-furanyl) ll. 2, 4] triazolotl, 5- 
clquinazolin-5-yl)- (CA INDEX NAME) 



OIL 




Ph-CH 2 -C-NH 



A3 ARs . The F182A5.43 and N274A7.45 mutations eliminated the allosteric 
effects of all three modulators but had little effect on agonist binding. 
The N30A1.50 and DS8N2.50 mutations abolished the allosteric effects of 
DU124183 and VUF54 55. but not HMA. whereas the D107N3.49 mutation 
abolished the effects of DU1241B3, but not HMA or VUP5455. The T94A3.36, 
H95A3.37, K152AEL2. W243A6.48, L244A6.49, and S247A6.52 mutations did not 
influence allosteric effects of the modulators. sodium ions (loo mM) , 
which modulate agonist binding at a variety of receptors, caused an 
.apprx.BOt inhibition of agonist binding in WT A3 ARs but did not show any 
effect on D58N2.50. D107N3.49, and P182A5.43 mutant receptors. In 
contrast, NaCl induced a modest increase of agonist binding in N30A1.50 
and N274A7.4 5 mutant receptors. NaCl decreased the dissociation rote of the 
antagonist radioligand (3H] 8-othyl-4-methyl-2-phenyl- (BR) -4,5,7.8- 
tetrahydro-lH- imidazo (2 . l-i] purin-S-one <PSB-il) at the WT A3 ARs, but not 
the D58N2.50 mutant receptor. The results. were interpreted using a 
rhodops in -based mol. model of the A3AR to suggest multiple binding modes 
of the allosteric modulators. 

183721-15-5, MRS1220 

RL: BSU (Biological study, unclassified)/ BIOL (Biological study) 
(essential residues involved in allosteric modulation and agonist 
binding of human A3 adenosine receptor) 
183721-15-S CAPLUS 

Benzeneacetamide, N- (9-chloro-2- (2-furanyl) ( 1 , 2 , 4 ] triazolo ( 1 , 5- 
cJquinazolin-5-yl} - (CA INDEX NAME) 
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Identification of essential residues involved in the 
allosteric modulation of the human A3 adenosine 
receptor 

Oao, Zhan-Guo,- Kim, Soo-Kyung; Gross, Ariel S.,- Chen, 
Aishe; Blaustein. Joshua B . ; Jacobson, Kenneth A. 
Molecular Recognition Section, Laboratory of 
Bioorganic Chemistry, National Institute Of Diabetes 
and Digestive and Kidney Diseases, Department of 
Health and Human Services, National Institutes of 
Health, Bethesda, MD, USA 

Molecular Pharmacology (2003). 63(5). 1021-1031 
CODEN: MOPMA3 / ISSN: 0026- 895X 

American Society for Pharmacology and Experimental 
Therapeutics 
Journal 
English 

The authors examined the effects on allosteric modulation and ligand binding 
of the mutation of amino acid residues o£ the human A3 adenosine receptor 
(A3AR) that are hypothesized to be near one of three loci: the putative 
sodium binding site, the putative ligand binding site, and the DRY motif 
in transmembrane helical domain 3. The effects of three heterocyclic 
allosteric modulators (the imidazoquinoline 2-cyclopentyl-4-phenylamino-lH- 
imidazo [4 , 5-c) quinoline (DU124183), the pyridinylisoquinol ine 
4-methoxy-N- I7-methyl-3- (2 -pyr idinyl > - 1- isoquinol inyl ) benzamide (VUF5455) , 
and the amiloride analog S - (N, N-hexamet hylene) -ami loridel on the dissociation 
of the agonist radioligand, N6- (4 -amino- 3 - { 1251 ] iodobenzyl ) - 5 ' -N- 
methylcarboxamidoadenosine. were compared at wild-type (wt> and mutant 
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Modulation of.OSKOfi activity and its different 
uses 
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US 2002165197 A 
US 200211S635 A 
PRIORITY APPLN, INFO. : 
AB The present invention 



US 2002-78712 20020221 
US 2001-788477 20010221 
US 2001-788477 _ A2 20010221 

mcerns the modulation of glycogen synthase kinase 



3p <G3SK-3p> by an adenosine receptor ligand. Depending on I 
type of ligand, the modulation may be manifested by down- regulation or 
up- regulat ion of the kinase's activity. Thus, there is provided by the 
present invention a method and pharmaceutical compns . for achieving a 
therapeutic effect involved in modulating GSK-3P activity in cells by 
the use of an adenosine receptor ligand or a combination of ARLs . When 
modulation involves activation of GSK-3P activity the ARL may be an 
adenosine Al receptor agonist (AlRAg) , an adenosine A3 receptor agonist 
(A3 RAg ) , an adenosine A2 receptor antagonist (A2RAn) or any combination of 
the same, while when modulation involves inhibition of GSK-3P 
activity the ARL may be an adenosine Al receptor antagonist (AlRAn) , an 
adenosine A3 receptor antagonist !A3RAn) , an adenosine A2 receptor agonist 
(A2RAg) or any combination of the same. 
183721-1S-S, MRS 1200 

RL: PAC (Pharmacological activity) ; THU (Therapeutic use) ; BIOL 
(Biological study)/ USES (Uses) 

(modulation of GSK-3P activity and its different uses) 
183721-15-5 CAPLUS 
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Adenosine receptor ligands for the modulation of 

glycogen synthase kinase 3P (GSK-3p) 

activity, and therapeutic uses 
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Israel 

U.S. Pat. Appl. Publ., 15 pp. 
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A method is provided for a therapeutic treatment, comprising administering 
an effective amount of an active agent for achieving a therapeutic effect, 
the therapeutic effect comprising modulating GSK-3p activity in cells 
and the active agent being an adenosine Al receptor ligand. an adenosine . 
A2 receptor ligand, an adenosine A3 receptor ligand, or a combination 
thereof. 
183721-15-5 

RL: PAC (Pharmacological activity)/ THU (Therapeutic use); BIOL 
(Biological study); uses (uses) 

(adenosine receptor ligand for modulation of GSK-3 p, and 

therapeutic ubc) 
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lowering ocular tension 
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PCT Int. Appl., 77 pp. 

CODEN: PIXXD2 

Patent , 
Japanese. 
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G 



N^Rl 



Triazoloquinazoline and pyrazolotriazolopyrimidine derivs. represented by 
the following general formula. (1/ wherein Rl - lower alkyl, Ph, lower 
alkoxy ca rbonyl - lower alkyl, carboxy- lower alkyl; R2 - pyridyl, furyl, 
thienyl, Ph having 1-3 substituents selected from lower alkyl, halo, Ph, 
halo- lower alkyl, HO, lower alkoxy, N,N-di (lower alkyDamino, lower 
alkylthio, lower alfcanoyloxy, and N02; ring A - (1) pyrazole ring 
optionally substituted by a group selected from lower alkyl, phenyl-lower 
alkyl. lower alkoxycarbonyl - lower alkyl, carboxy- lower alkyl, and 
hydroxy- lower alkyl or (2) benzene ring optionally substituted by 1-2 • 
groups selected from halo, lower alkyl, N02, and lower alkoxy/ provided 
that compds . where the ring A « benzene ring, R2 - pyridyl or Ph, and Rl ■ 
Me. Et. or Ph are excluded.) are prepared These derivs. show a selective 
affinity for adenosine A3 receptor and an effect of lowering ocular 
tension, which makes them useful in preventing or treating glaucoma. 
Thus, 0.5 g 3 -amino- 4 -cyanopyrazole was suspended in 3 mL DMF , treated 
with o.6l g Me orthoacetate and l mg p-toluenesulfonic acid monohydrate 
and stirred at 80* for 45 min, followed by adding 0.69 g 

N- benzoyl hydrazine, and the resulting mixture was refluxed for 14 h to give 



0.91 g 5-methyl-2-phenylpyrazolo [4 , 3-e] -1, 2, 4-triazolO (1, S-c] pyrimidine . 
5-N-butyl-2- (4-chlorophenyl)pyrozolo[4, 3-e] -l, 2, 4 -triazolo tl, 5- 
c] pyrimidine showed tcso of <io nM for inhibiting the binding of 
[125IJN6- (4-aminobenzyl) -9- (5- (methylcarbonyl) - P-D- 

ribofuranosyl) adenine (ab-meca) to a cell membrane, preparation from human 
kidney endothelial cell HEK-293 transformed with plasmid coding adenosine 
A3 receptor vs. >10,000 nM for adenosine A2 receptor. Pharmaceutical 
formulations, e.g. a tablet formulation containing 5-n-butyl-2- 
phenylpyrazolo [4 , 3-e) - 1 , 2, 4 - triazolo [l , 5-c) pyrimidine, were prepared 
446048-28-8P 446048-30-2P 446048-32-4P 
446048-34-6P 446048-36-BP 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) / THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USBS 
(Uses) 

(preparation of triazoloquinazoline and pyrazolotriazolopyrimidine derivs. 
as adenosine A3 receptor affinity agents, ocular tension lowering 
agents, and for preventing and treating glaucoma) 
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AB Ligand recognition has been extensively explored in a protein-coupled Al, 
A2A, ond A2B adenosine receptors but not in the A3 receptor, which is 
cerebroprotective and cardioprotective, we mutated several residues of 
the human A3 adenosine receptor within transmembrane domains 3 and 6 and 
the second extracellular loop, which have been predicted by previous mol. 
modeling to be involved in the ligand recognition. Including Hia9S. 
' Trp243, Leu244, Ser247, Asn2S0. and Lysl52. The N250A mutant receptor 

lost the ability to bind both radiolabeled agonist and antagonist. The 
H95A mutation significantly reduced affinity of both agonists and 
antagonists. In contrast, the K152A (EL2) , W243A 16.48), and H243P (6.48) 
mutations did not significantly affect the agonist binding but decreased 
antagonist affinity by . apprx . 3 - 38- f old, suggesting that these residues 
were critical for the high affinity of A3 adenosine receptor antagonists. 
Activation of phospholipase C by wild type (NT) and mutant receptors was 
measured. The A3 agonist 2 -chloro-N6- (3 - iodobenzyl ) -S ' -N- 
methylcarbamoyladenosine stimulated phosphoinositlde turnover in the NT 
but failed to evoke a response in cells expressing W243A and W243F mutant 
receptors, in which agonist binding was less sensitive to guanosine 
5 ' -y-thiotriphosphate than in wt. Thus, although not important for 
agonist binding, Trp243 was critical for receptor activation. The results 
were interpreted using a rhodopsin-based model of ligand- A3 receptor 
interactions. 
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for treating airway diseases such as asthma and 



inflammation arc described. The methods utilize the concurrent 
administration of an A3 adenosine receptor antagonist and an A2B adenosine 
receptor antagonist (either Sep. or put together chemical in a single mol. 
having both A3 1 and A2B blocking effect), for both receptor binding agents 
and antisense oligonucleotides. The compns. contain both an A3 adenosine 
receptor' antagonist and an A2B adenosine receptor antagonist, together in 
a pharmaceutical^ acceptable carrier. 
183721-15-5, MRS 1220 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); uses (Uses) 

(method of treating airway diseases with combined administration of A2b 
and A3 adenosine receptor antagonists and antisense oligonucleotides) 
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ab A new series of pyrazolotriazolopyrimidines bearing different 

substitutions on the phenyl carbamoyl moieties at the N5 position, being 
highly potent and selective human A3 adenosine receptor antagonists, is 
described. The compda. represent an extension and an improvement of our 
previous work on this class of compds . (J. Med. Chemical 1999, 42, 4473-44 78; 
J. Med.. Chemical 2000. 43, 4768-4780). All the synthesized compds. showed A3 
adenosine receptor affinity in the subnanomolar range and high levels of 
selectivity in radioligand binding assays at the human Al, A2A, A2B. and 
A3 adenosine receptors. In particular, the effect of the substitution and ' 
its position on the Ph ring have been studied. Prom binding data, it is 
evident that the unsubstituted derivs. on the Ph ring (e.g., compound 59, 
hA3 - 0.16 nM, hAl/hA3 - 3713, hA2A/hA3 - 2381, hA2B/hA3 - 1388) showed 
the beat profile in terms of affinity and selectivity at the human A3 
adenosine receptors. The introduction of a sulfonic acid moiety at the 
para poaition on the Ph ring was attempted in order to dcaign water soluble 
derivs. However, this aubstitution led to a dramatic decrease of affinity 
at all four adenosine receptor subtypes. A computer-generated model of 
the human A3 receptor waa built and analyzed to better interpret these 
results, demonstrating that steric control, in particular at the para 
position on the Ph ring, plays a fundamental role in the receptor 
interaction. some of the synthesized compds. proved to be full 
antagonists in a specific functional model, where the inhibition of 
cAMP -generation by IB-MECA was measured in membranes of CH0 cells stably 
transfected with the human A3 receptor with IC50 values in the nanomolar 
range, with a statistically significative linear relationship with the 
binding data. 
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Cyclic AMP-dependent inhibition of human neutrophil 
oxidative activity by substituted 2 -propynyl cyclohexyl 
adenosine A2A receptor agonists 
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Novel 2-propynylcyclohexyl-5 ' -N-ehtylcarboxamidoadenosines, 

trans-substituted in the 4-pooition of the cyclohexyl ring, were evaluated 
in binding assays to the four subtypes of adenosine receptors (ARs ) . Two 
esters, 4- (3- (6-amino-9- (5-ethylcarbamoyl-3, 4 -di hydroxy -tetrahydro-f uran- 2- 
yl) -9H-purin-2-yl] -prop-2-ynyl j-cyclohexanecarboxylic acid Me ester 
(ATL14 6e) and acetic acid 4- { 3- I6-amino-9- (5-ethylcarbamoyl-3 , 4 -dihydroxy- 
tetrahydro-furan-2-yl) -9H-purin-2-yl] -prop-2-ynyl ) -cyclohexylmethyl ester 
(ATL193) were > 50 ♦ more potent than 2- (4 - (2- 

carboxyethyl ) phenethylamino) -S ' -N-ethyl carboxamidoadenosine (CGS21680) for 
human A2A AR binding. Human A2A AR affinity for substituted 
cyclohexyl -propynyladenosine analogs was inversely correlated with the 
polarity of the cyclohexyl side chain. There was a comparable order of 
potency for A2A AR agonist stimulation of human neutrophil (cAMP)i, and 
inhibition of the neutrophil oxidative burst. ATLl46e and CGS21680 were 
. apprx . equi potent agonists of human A3 ARs. We measured the effectB of 
selective AR antagonists on agonist stimulated neutrophil [cAMp] i and the 
effect of PICA inhibition on A2A AR agonist activity. ATL193 -stimulated 
neutrophil (cAMP)i was blocked by antagonists with the potency order: 
ZM241385 (A2A-selective) > MRS1220 (A3 -selective) > > N- (4-Cyano-phenyl) -2- 
(4- (2, 6-dioxo-l,3-dipropyl-2,3,4, S, 6 , 7 - hexahydro-lH-purin-8 -yl ) -phenoxy] - 
acetamide (MRS1754; A2B-selective) «• 8- (N-methylisopropyl) -amino- 
N6- (5 ' -endohydroxy-endonorbornyl) -9-methyladenine (WRC0571; Al-selective) . 
The type IV phosphodiesterase inhibitor, rolipram (100 nM) potentiated 
ATL193 inhibition of the oxidative burst, and inhibition by ATL193 was 
counteracted by the PKA inhibitor H-89. The data indicate that activation 
of A2AARs inhibits neutrophil oxidative activity by activating 
{CAMP]i/PKA. 
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AB Adenosine receptor agonists and antagonists, particularly an agonist which 
binds to the A3 adenosine receptor, are used for induction of production or 
secretion of Q-cSF within the body, prevention or treatment of toxic side 
effectB of a drug or prevention or treatment of leukopenia, particularly 
drug- induced leukopenias, and inhibition of abnormal cell growth and 
proliferation. For example, a marked inhibition of tumor growth was observed 
in nude mice with established HCT-116 human colon carcinoma treated with 
5- f luorouracil (5-FU, 30 mg/kg for 5 days), 2 -chloro-N6- (2- iodobenzyl) - 
adenosine- 5 ' -N-methyluronamide (Cl-IB-MECA, 6 mg/kg. every other day), and 
the combined therapy of Cl-IB-MECA and 5-FU. After 20 days a clear 
synergistic effect between Cl-IB-MECA and 5-FU in noting the tumor mass 
was seen. 
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RN 183721-15-5 CAPLUS 

CN Benzeneacetamide, N- [9-chloro-2- (2-furanyl) [1 , 2 . 4] triazolo [1, 5- 
clquinazolin-5-yl) - (CA INDEX NAME) 




Qri 



tested renal excretory responses to acute administration of the A3 

receptor antagonists MRS- 1191 and MRS-1220 with reference to the effects of the 

Al receptor antagonist 1, 3-dipropyl-S-cyclopcntylxanthine (DPCPX) . The 

i.v. administration of DPCPX resulted in significant increases in fluid 

and sodium excretions without affecting glomerular filtration rate (OFR ) . 

This suggests that dpcpx- induced diuretic and natriuretic responses are 

related to decreased tubular r eabsorpt ion . However, neither MRS* 1191 nor 

MRS-1220 alone affected fluid or sodium excretions, or OPR. indicating 

lack of an effect of either compound on renal function. On the other hand, 

the co-administration of MRS-1220 with DPCPX abolished ' both the diuretic 

and natriuretic responses, to DPCPX, being suggestive of antagonism between 

these two compds . MRS- 1191, however, did not affect the DPCPX- induced 

fluid and sodium excretions. Neither the Al nor the A3 receptor 

antagonists altered potassium excretion individually or in combination. 

The data suggest that while adenosine Al receptors are involved in the 

regulation of renal fluid and sodium transport, A3 receptors do not appear 

to have a major role in regulation of renal excretory function under 

baseline physiol. conditions. 
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The functional roles of adenosine A3 receptors in the rat kidney were 
assessed for the first time with respect to Al receptor-mediated 
responses. Utilizing a chronically instrumented conscious rat preparation, we 
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A method for decreasing intraocular pressure by administering an A3 
subtype adenosine receptor antagonist, a calmodulin antagonist or an 
antiestrogen such as tamoxifen. These agents, by inhibiting influx or 
promoting efflux of aqueous humor, can be used to treat glaucoma. 
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The synthesis and characterization of several 3 -aryl- 5, 9-disubst ituted- 
l, 2 , 4-triazolo (4 , 3-c] quinazolines ' are described. In preliminary testing, 
compds. I (X - CI; R « CN, C02H) displayed significant activity as 
anticonvulsant agents. During the course of the anticonvulsant activity, 
it was found that compound I (X - Br, R - CN) ohowed pronounced 
antiinflammatory activity. So, wc were encouraged to test the 
antiinflammatory activity of the rest of this scries. The 
antiinflammatory testing revealed that 3 compds. can be considered new 
candidates as antiinflammatory agents. 
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1 , 2,4-Tr iazolo [4 , 3-c) quinazol ine- 5-acetic acid, 9-chloro-3 - (4 - 
chlorophenyl) - (9CI) (CA INDEX NAME) 




258832- 97-2P 25B832-9B-3P 2SBB33-OO-0P 

258833- 01-1P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (SyntheC-ic preparation); BIOL (Biological 
study) PREP (Preparation) 

(1. 2,4-triazolo[4 , 3 -c] quinazolines as potential anticonvulsant and 

antiinflammatory agents) 
258832-97-2 CAPLUS 

Piperidine, 1- 1 (9-chloro-3- (4 -chlorophenyl) - 1 , 2 , 4- triazolo(4 , 3 - 
c] quinazolin-5-yl) acetyl) - (9CI) (CA INDEX NAME) 




RN 25883 2-98-3 CAPLUS 

CN Morpholine, 4- [ (3 -phenyl • 1 , 2 , 4 -triazolo (4 , 3 -c) quinazol in- S-yl) acetyl J - 
(9CI) (CA INDEX NAME) 




RN 2SB833-00-0 CAPLUS 

CN Morpholine, 4- I <9-chloro-3 -phenyl - 1 , 2 , 4 -triazolo (4 , 3 -cl quinazolin-5- 
yDacetyl)- (9CI) (CA INDEX NAME) 



<12/D4/2007» 



Erich Leese 



<12/04/2007> 



10/513699 



10/513699 



1 



II 



r 

CH 2 

r 

O 



RN 258833-01-1 CAPLUS 

CN Morpholine, 4- [ l9-chloro-3- (4 -chlorophenyl > - 1 . 2 , 4 -triazolo [4 , 3 - 
c]quinazolin-5-yl]acetyl) - (9CI) (CA index name) 




IT 2SB832-90-SP 2SBB32-91-6P 

RL: RCT (Reactant ) ,• . SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(1, 2, 4- triazolo [4 , 3 -c] quinazolines as potential anticonvulsant and- 
antiinflammatory agents) 
RN 258832-90-5 CAPLUS 

CN 1, 2, 4 -Triazolo [4, 3-c]quinazoline-5-acetic acid, 3-phenyl- (9CI) (CA INDEX 




HO2C-CH2 



2SBB32-91-6 CAPLUS 

l,2,4-Triazolo[4,3-c)quinazoline-5-acetic acid, 3- (< -chlorophenyl) - (9CI) 
(CA INDEX NAME) 




-N^^N 



258832-94-9P 258832-95-0P 258832-96-1P 
25B832-99-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(1, 2, 4- triazolo [4 , 3-cJ quinazolines as potential anticonvulsant and 

antiinflammatory agents) 
258832-94-9 CAPLUS 

Piper i dine, .1- 1 (3 -phenyl -1, 2, 4 -triazolo (4 , 3 -cJquinazolin-5-yl) acetyl) • 
(SCI) (CA INDEX NAME) 



6' 



<12/04/2007> 



RN 258832-95-0 CAPLUS 

CN Piporidine, 1- I (3- (4 -chlorophenyl) -l.2.4-triazolo(4, 3 -c}quinazolin-S- 



10/513699 

yl) acetyl]- (9CI) (CA INDEX NAME) 



XX 



II 




T 



c=o 



0 



RN 25BB32-96-1 CAPLUS 
. CN Piperidine, 1- [< 9-chloro- 3 -phenyl - 1 , 2 , 4 - triazolo (4 , 3 -c) quinazolin- 5- 
yl) acetyl J- (9CD (ca index name) 




O ■ 



RN 258832-99-4 CAPLUS 

CN Morpholine, 4- ( (3- (4 - chlorophenyl > - 1 , 2 , 4 -triazolo (4 , 3 -c] quinazolin- 5- 

yllacetyl)- (9CI) (CA INDEX NAME) 




ch 2 
c=o 

I 

o 
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The adenosine antagonist 9-chloro- 2- (a - fuianyl ) 1 1 , 2 , 41 triazolo (l , 5- 

c] quinazolin- 5-amine (COS 15943) binds nonsclecti vcly to human Al. A2 A, 



Erich Leese 



Erich Leese 



10/513699 



10/513699 



and A3 receptors with high affinity. Acylated derivs. and one alkyl 
derivative of the 5-amino group and other modifications were prepared in an 
effort to enhance A2B or A3 subtype potency. In general, distal 
modifications of the N5-substituent were highly modulatory to potency and 
selectivity at adenosine receptors, as determined in radioligand binding assays 
at rat brain Al and A2A receptors and at recombinant human A3 receptors. 
In Chinese hamster ovary cello stably transfected with human A2B receptor 
cdna, inhibition of agonist - induced cAMP production was measured. An 
N5- (2- iodophenyl ) acetyl derivative was highly selective for A2A receptors. An 
(R) -N5- « -methyl (phenylacetyl ) derivative was the most potent derivative at 
A3 receptors, with a Ki value of 0.36 nM. A bulky N5-diphenylacetyl 
derivative, I (R - COCHPh2>, displayed a Ki value of 0.59 nM at human A3 
receptors and was moderately selective for that subtype. Thus, a large, 
nondiscriminating hydrophobic region occurs in the A3 receptor in 
proximity to the N5-substituent . Straight-chain N5-aminoalKylacyl derivs. 
demonstrated that for A2B receptors the optimal chain length occurs with 
three methylene groups, i.e., the N5- y-aminobutyryl derivative I lR ■ • 
CO(CH2)3NH2) (II) which had a pA2 value of B.O but was not selective for 
A2B receptors. At Al, A2A, and A3 receptors however the optimum occurs 
with four methylene groups. An N5-pivaloyl derivative, which was less potent 
than II at Al, A2A, and A3 receptors, retained moderate potency at A2B 
receptors. A mol . model of the II-A2B receptor complex based on the 
structure of rhodopsin using a cross-docking procedure was developed to 
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RL: adv (Adverse effect, including toxicity); BAC (Biological activity or 
effector, except adverse) ;. BSU (Biological study, unclassified); PEP 
(Physical, engineering or chemical process),- PRP (Properties); RCT 
(Reactant); SPN (Synthetic preparation),- THU (Therapeutic use); BIOL 
(Biological study),- PREP (Preparation); PROC (Process); RACT (Reactant or 
reagent), USES (Uses) 

(preparation and activity of derivs. of triazoloquinazoline adenosine 
antagonists having high potency at human A2B and A3 receptor subtypes) 
RN 1B3721-O2-0 CAPLUS 

CN Acetamide, N- [9-chloro-2- (2-furanyl) [1 , 2 , 4 ) triazolo [1, 5-c) quinazolin-5-yl] - 
(9CI) (CA IKDEX NAME) 



CI 




NHAC 



RN 183721-03-1 CAPLUS 

CN Propanamide, N- (9-chloro-2- (2-furanyl> [1, 2.4)triazololl,5-c]quinazolin-5- 
ylj- (9CI) (CA INDEX NAME) 



CI 




Et-C-NH 

tl 



0 

RN • 183721-04-2 CAPLUS 

CN Butanamlde, N- [9-chloro-2- (2-fur«nyl) [1, 2. 4) triazolotl. 5-c)quinazolin-5- 

ylj- (9CI) (CA INDEX NAME) 



CI 




0 



RN 183721-06-4 CAPLUS 

CN Pentanamide, N- [9-chloro-2- (2-furanyl) tl. 3,4] triazolotl, 5-c)quinazolin-5. 
yll- (9CI) (CA INDEX NAME) 



<12/04/2007> 



10/513699 



CI 




n-Bu- C-NH 
II 



O 

RN 183721-09-7 CAPLUS 

CN Propanamide, N- [9-chloro-2- (2-furanyl) [1, 2 , 4 1 triazolo [1. 5-c)quinazolin-5- 
yl) -2, 2-dimethyl- (9CI) (CA INDEX NAME) 



CI 




t-Bu-C-NH 
O 

RN 183721-XO-O CAPLUS 

CN Carbamic acid, |9-chloro-2- (2- furanyl) tl, 2. 4] triazolo [1, 5-c)quinazolin-5- 
yl]-, 1. 1-dimethylethyl ester (9CI) (CA INDEX NAME) 



CI 




t-BuO- C-NH 

If 



o 



RN 163721-11-1 CAPLUS 

CN Carbamic acid, N- (4- I (9-chloro-2- (2-furanyl) 11, 2, 4] triazolotl , S- 

c]quinazolin-5-yl]amino] -4-oxobutyl) l, 1-dimethylethyl ester (CA INDEX 
NAME) 



10/513699 




t-BUO-C-NH- (CH 2 ) 3 -C-NH 

0 O 
RN 183721-12-2 CAPLUS 

CN Butanamide, 4-amino-N- (9-chloro-2- (2-furanyl) tl, 2,4] triazolo (l , 5-' 
c]quinazolin-5-yl] - (CA INDEX NAME) 



CI 




H 2 N- (CH 2 )3-C-NH 
0 

RN 183721-13-3 CAPLUS 

CN Benzamide, N- (9-chloro-2- (2-furanyl) tl, 2, 4) triazolotl, 5-cl quinazolin-5-yl J - 

(9CI) (CA INDEX NAME) 



CI 




Ph- C-NH 
II 



o 



RN 183721-14-4 CAPLUS 

CN Benzamide, N- l9-ch!oro-2- (2-furanyl) tl. 2, 4) triazolo tl, 5-c] quinazolin-5-yl J - 
3-iodo- (9CI) (CA INDEX NAME) 



<12/04/2007: 



Erich Leese 



<12/04/2007: 



Erich Leese 



' N N^,^N 




RN 183721-15-5 CAPLUS 

CN Benzeneacetamide, N- [9-chioro-2- (2-furanyl) [l , 2, 4] triazolo 11, S- 
c]quinazolin-S-ylJ - (CA INDEX NAME) 




— « — «^ 

Ph-CH2~C-NH 



N N. />N 



RN 183721-16-6 CAPLUS 

CN Benzamide, N- [2- <S-broroo- 2- furanyl ) - 9-chloro [1 . 2 . Otriazolo [l , 5- 
clquinazolin-5-yll - I9CI) (CA INDEX NAME) 



K Nv^N 



RN 194347-03-0 CAPLUS 

CN Benzenepropanamide, N- (9-chloro-2- (2-furanyl) (1, 2, 4] triazolo tl, 5- 



Erich Leese 



10/513699 

c]quinazolin-S-ylJ - <CA INDEX NAME) 




N N^N 

Ph-CH2-CH2~C-NH 



RN 210991-25-6 CAPLUS 

CN Benzeneacetamide. N- [9-chloro-2- (2-furanyl) [1 ,2 , 4) triazolo II , 5- 
c)quinazolin-5-yl) -4-roethoxy- (CA INDEX NAME) 



r 

C=0 

I 

CH 2 



RN 210991-26-7 CAPLUS 

CN Benzeneacetamide, 4-amino-N- I9-chloro-3- (2-furanyl) II, 2,4) triazolo II. 5- 
cJquinazolin-5-yl] -3-iodo- (CA INDEX NAME) 



<12/04/2007> 




N N. 



RN 210991-27-8 ' CAPLUS 

CN Benzeneacetamide, 4-amino-N- (9-chloro-2- (2-furanyl) [1 , 2, 4 ] triazolo U , 5 - 
Clquinazolin-5-yl) - (CA INDEX NAME) 



OT2 



N N. ^> N 



c— 0 

I 

CH 2 



RN 210991-28-9 CAPLUS 

CN Benzeneacetamide, N- [9-chloro-2- (2-furanyl) U . 2 , 43 triazolo 1 1 , S - 
c)quinazolin-5-yl) -2-iodo- (9CI) (CA INDEX NAME) 



T 
r 

r 



RN 210991-29-0 CAPLUS 

cn Benzeneacetamide, N- (9-chloro-2- (2-furanyl) tl, 2. 4) triazolo [1, 5- 
c)quinazolin-S-yl) -3-iodo- (CA INDEX NAME) 




N 



C— 0 
I 

CH 2 



RN 210991-30-3 CAPLUS 

CN Benzeneacetamide, N- [9-chloro-2- (2-furanyl) 11, 2.4) triazoloU . 5- 
c]quinazolin-S-yl) -4-iodo- (CA INDEX NAME) 



;12/04/2007> 



Erich Leeae 



:12/04/2007> 



Erich Leeae 



C— 0 
I 

CH2_ 



RN 210991-31-4 CAPLUS 

CN Dcnzeneacetamide , 3-chloro-N- [9-chloro-2- (2-furanyl) [1, 2 , 4 ) triazolo ( 1 , 5- 
clquinazolin-5-yll - <CA INDEX NAME) 



OH 




RN 210991-32-5 CAPLUS 

CN Benzeneacetamide, N- [9-chloro-2- (2-furanyl) [I, 2 , 4) triazolo [1, 5- 
clquinazolin-5-ylJ - (i-methyl-. (ctR)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 210991-33-6 CAPLUS 

CN Benzeneacetamide, N- (9-chloro-2- (2-furanyl> [ l , 2 , 4 J triazolo Ii , 5- 
c)quinazolin-5-yl) - u-methyl-. <<iS> - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 210991-34-7 CAPLUS 

CN Benzeneacetamide. N- [9-chloro-2- (2-furanyl) [l , 2. 4] triazololl, 5- 
c)quinazolin-5-yl] - a-phenyl- (CA INDEX NAME) 




N N^ 

Ph 2 CH-C-NH 



<:12/04/2007» 



10/513699 

RN 210991-3 5-8 CAPLUS 

CN Benzeneacetamide, N- [9-chloro-2- (2-Euranyl) [1,2,4 J triazolo [1 , S- 
c}quinazolin-5-yl) - ri-methyl-ci-phenyl- (CA INDEX NAME) 



Cl 




NH-C-C-Me 

II I 

O Ph 

RN 210991-3 6-9 CAPLUS 

CN 2-Propenamide, N- [9-chloro-2- (2-furanyl) [1 , 2 , 4 ) triazolo tl , 5-c] quinazol in- 5- 
ylJ-3-phenyl-, <2E>- (CA INDEX NAME) 

Double bond geometry, as shown. 



Cl 




o 



RN 210991-37-0 CAPLUS 

CN Carbamic acid, N- I (IS) -2- I [9-chloro-2- (2-furanyl) [1, 2,4) triazololl. 5- 

. c)quinazolin-5-yl)amino] - 1 -methyl- 2-oxoethyl ) -, 1, l-dimethylethyl ester 

(CA INDEX NAME) 

Absolute stereochemistry. 



10/513699 



Cl 




o 



RN 210991-3B-1 CAPLUS 

CN Carbamic acid, N- [ (1R) -2- [ (9-chloro-2- (2-furanyl) [1. 2. 4) triazololl. 5- 

cj quinazol in-5-yl) amino] -1 -methyl - 2-oxoethyl) - , 1, l-dimethylethyl ester 
(CA INDEX NAME) 

Absolute stereochemistry. 




. CN Carbamic acid, N- [3- ( [9-chloro-2- (2-furanyl) ll. 2 . 4 ) triazolo [ 1 , 5- 

c)quinazolin-5-yl) amino) -3-oxopropyl) - , 1 , 1 -dimethylethyl ester (CA INDEX 
NAME) 



Cl 




t-BuO-C-NH- CH2-CH2-C— HH 
II II 

o o 



<12/04/20Q7-. 
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RN 210991-40-5 CAPLUS 

CN Carbamic acid, N- [5- I [9-chloro-2- <2-furanyl> [1, 2, 4J triazolo [1, 5- 

clquinazolin-5-yl)aminoJ - 5-oxopentyl ] -, 1 , 1-dimethylethyl eater (CA INDEX 
NAME) 



RN 210991-43-B CAPLUS 

CN Propanamide, 2-amino-N- l9-chloro-2- (2 - f uranyl ) [1 , 2 , 4) triazolo 11, 5- 
clquinazolin-5-yl)-, (2S) - <CA INDEX NAME) 

Absolute stereochemistry. 



t - BuO- C~ NH- (CH2 ) 6 " <Z~ NH 



RN 210991-41-6 CAPLUS 

CN Carbamic acid, N- (6- [(9-chloro-2- (2- furanyl) [1, 2. 4] triazolo [1, 5- 

c] quinazolin-5-yl] amino] -6-oxohexyl] -, 1 , 1 -dimethylethyl ester <CA : 




t-BuO-C-NH- (CH2»5~C W N 



RN 210991-42-7 CAPLUS 

CN Carbamic. acid, N- {7- [ [9-chloro-2- (2-furanyl) (1, 2,4] triazolo I 1 . 5- 

c]quinazolin-5-yl]atnino] -7-oxoheptyl)-, l. 1-dimethylethyl ester (CA INDEX 
NAME) 




RN 210991-44-9 CAPLUS 

CN Propanamide, 2-amino-N- l9-chloro-2- (2-furanyl) (1 , 2,4] triazoloU. 5- 
cJquinazolin-S-yH -, (2R)- (CA INDEX NAME) 

Absolute stereochemistry. 




o-c 




N^N 



t-BuO-C-NH- (CH 2 )6 _ C~NH 



RN 210991-45-0 CAPLUS 

CN Propanamide, 3-amino-N- (9-chloro-2- (2-furanyl) [1, 2 , 4) triazoloU, S> 
cJquinazolin-S-yl]- (CA INDEX NAME) 



<12/O4/2007> 



<12/04/2007> " 



Erich Lecse 



N »^ 

H2N-CH2-CH2-C-NH 




H2N- (CH2>6~C— NH 



RN 210991-46-1 CAPLUS 

CN Pentanamide. 5-amino-N- [9-chloro-2- (2-£uranyl) [1, 2 , 4 J triazolo [ 1 , 5- 
c)quinazolin-5-yl] - (CA INDEX NAME) 



RN 210991-49-4 CAPLUS 

CN Hexanoic acid, 6- [ t9-chloro- 2- (2- f uranyl ) [1 , 2 , 4 ) triazolo U . 5-c) quinazolin- 
5-yl] amino] -6-oxo-, phenylmethyl ester (CA INDEX NAME) 



H2N- (CH 2 )4-C-NH 



OX 




Ph~CH2~0-C- (CH2)4~C-NH 
I! I! 



RN 210991-47-2 CAPLUS 

CN Hexanamide, 6-amino-N- (9-chloro-2- (2-furanyl) U . 2 , 4 J triazoloU, 5- 
c]quinazolin-5-yl] - (CA INDEX NAME) 



RN 210991-50-7 CAPLUS 

CN Butanoic acid, 4- [ [9-chloro-2- (2-furanyl) U, 2,4] triazolo (1, S-c)quinazolin- 
5-yl]amino)-4-oxo-, methyl eater (CA INDEX NAME) 




H2N- (CH 2 )5~C— NH 



ox: 




MoO-C-CH2-CH2~C-NH 
II II 



RN 210991-48-3 CAPLUS 

CN Heptanamide, 7-amino-N- [9-chloro-2- (2-furanyl) [1, 2, 4] triazoloU, S- 
c)quinazolin-5-yl) - (CA INDEX NAME) 



210991-61-B CAPLUS 

Octanoic acid, B- [ (9-chloro-2- (2-furanyl) U , 2 , 4) triazolo [1 , 5-cl qulnazolin- 
5-yl) amino] -8-o'xo-, methyl ester (CA INDEX NAME) 



<12/04/2007> 



Erich Lecse 
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CI 




o o 

RN 210991-52-9 CAPLUS 

CN Pentanoic acid, 5- I [9-chloro-2- (2- fur any 1) U , 2 , 4 1 triazolo tl , 5-c) quinazolin- 
S-yl)amino)-5-oxo- (9CI) <CA INDEX NAME) 



functional assays consisting of agonist - induced inhibition of adenylate 
cyclase and the stimulation of binding of [ 3 58) guanos ine 
5 ' -0- ( 3 -thiotriphosphate) ( (35SJOTP- y-8) to the associated 0-proteins. 
MRS 1220 and MRS 1191, with KB values of 1.7 and 92 nM. reap., proved to 
be highly selective for human A3 receptor vs. human Al receptor -mediated 
effects on adenylate cyclase. In addition, MRS 1220 reversed the effect of 
A3 agonist-elicited inhibition of tumor necrosis factor-u formation 
in the human macrophage u-937 cell line, with an IC50 value of 0.3 um. 
IT 183721-15-S, MRS 1220 

RL : BAC (Biological activity or effector, except adverse)/ BSU (Biological 
study, unclassified); THU (Therapeutic use); BIOL (Biological study)/ USES 
(Uses) 

(Pharmacol, characterization of novel A3 adenosine receptor-selective 
antagonists) 
RN 183 721-15-5 CAPLUS 

CN Benzeneacetamide, N- [9-chloro-3- (2-furanyl) [1, 2,4) triazolotl, 5- 
c)quinazolin-5-yl]- (CA INDEX NAME) 



N^N 



HO2C- (CH 2 ) 3-C-NH 
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The effects of putative A3 adenosine receptor antagonists of three diverse 
chemical classes (the flavonoid MRS 1067, the 6-phenyl-l,4-dihydropyridines 
MRS 1097 and MRS 1191, and the triazoloquinazoline MRS 1220) were 
characterized in receptor binding and functional assays. MRS1067, MRS 
1191 and MRS 1220 were found to be competitive in saturation binding studies 
using the agonist radioligand { 1251] AB-MECA (N6- (4 -amino-3- 
iodobenzyl)adenosine-5'-N-methyluronamide) at cloned human brain A3 
receptors expressed in HEK-293 cells. Antagonism was demonstrated in 
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itagonist 9-chloro-2- (2-furanyl) Il,2,4)tr 



izololl. 5- 



c] quinazolin-5-amine (COS15943) binds to human A3 receptors with high 
affinity (Ki - 14 nM) , while it lacks affinity at rat A3 receptors. 
Acylated dcrivs. of the S-amino group and other modifications were prepared 
in an effort to provide A3 subtype selectivity. Affinity was determined in 
radioligand binding assays at rat brain Al and A2A receptors using 
(3HJ-(R)-PIA ( (3H] - (R) -N6- (phenyl isopropyl ) adenosine) and (3HJCGS 21680 
( [3HJ -2- ( [4- (2-carboxy ethyl ) phenyl J ethylaminol -5 ' - (N- 

ethyl carbamoyl ) adenosine) . reap. Affinity was determined at cloned human A3 
receptors using 11251} AB-MECA (N6- (4 -amino- 3 - iodobenzyl ) - 5 ' - (N- 
methylcarbamoyl ) adenosine) . A series of straight chain alkyl amides 
demonstrated that the optimal chain length occurs with the 5-N-propionyl 
derivative, which had a Ki value of 7.7 nM at human A3 receptors, and was 40- 
and 14 -fold selective vs. rat Al and A2A receptors, resp. The 6-N-benzoyl 
derivative, displayed Ki values of 680 and 273 nM at rat Al and A2A receptors, 
resp., and 3.0 nM at human A3 receptors. A s-N-phenylacetyl derivative, was 
470- fold selective for human A3 vs. rat Al receptors with a Ki value of 
0.65 nM. A conjugate of Boc- y-aminobutyric acid was also prepared but 
was nonselective. Conversion of the 5-amino group of CGS1S943 to an oxo 
function resulted in lower affinity but 15-fold selectivity for human A3 
receptors . 
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